(19) H^fcHif^ffJt (JP) (12) i2t ^ 4# 1^ # (A) 



#W¥9- 202786 

(43)^MH ^^9^(1997)8^5 0 



(BDintcL- mm^ ffp^mm^n fi ms^mm 

C 0 7 D 487/04 1 4 4 C 0 7 D 487/04 14 4 

14 6 14 6 

// A 6 1 K 31/505 AAH A 6 1 K 31/505 AAH 



«*«®»C6 OL (^21H) 





1#M78 -307898 


(71)tHaA 


000149435 










(22)ailSB 


¥J^8^(1996)11^19B 




nsjftiiiPimiiiiainrAm^siis 






(72)|6|g# 




(31)«5felt*5B»^ 


<*P¥7 -305566 






(32)«5feB 


¥7 (1995)1 1^24 B 




l|lfMt!Jk302-^ 


(33)ffi3fe4g£^B 


B* (JP) 












«S,ft»«P!*tltS|Br*S^H«188#iB! 








Xf^^'5'>j7>SftSD-10 






















(74) A 




(54) C58ll©«ll!] 








(?7) imm] 


(«iE^) 








M-?, ffiar^P^yi-SXfi:- (CO) R2 (R2 limti 
l,zmt) X{dS«M^. CHXidC-Ph (Ph{i 

Y{i:CH-r-Z{i:CH. C-CNX^C (CO) NH 
2 Sr, XA^CHXJiC-PhtO*!^. YS-WZJi^n-?' 



(2) 
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^iy^^:xii-s^))vwst.r)v^}vm. n- (butgar/p^^ 

;k»X{i- (CO) R2 (R2 limtmmt) x{i 
M«M^. CHXiSC-Ph {P Miy x.—)Vm) Sr^ 

CH. C-CNX{iC (CO) NHa X//CHX{i 
C - P h OJ*^, Y,S.t/'Zti:^ix^ixffilSM^ Sr* 

dr;i^ST'x*ic HXJic - p YiX'h^it-^^mfy^^^w. 

mm.=f-X-Zi)^C-C^Xli.C (CO) NH2T-^5l.-fL-^ 

[11*313] Ri *^T;t'^;^aTS>-Sif*JS2fciBK 

[11*114] RI >0^n-7"f-;l-*T-R3 ;&vJ<*Jgl^T' 

[|f*il5] R2 *^'K}SSi:L-rfmr;i^^;t^K. 
f § 7 j: t) L < 7 i~]vmx'h h mmm. 4 tia 

[11*^16] 5-n-7>;P-7- ( 3, 4, 5-h 
^i^V^i^^VV'MVT^J) -\, 2, 4-hiJTy 
n C 1 . 5 - a ] b- y 5 VVX-^hmS.-m. 5 t:iE«£c7)e 

[^B^foplH^iiBj] 

[00 0 1] 
[00 02] 



[000 3] 

[0004] 
[0005] 

[<b2] 




(1) 



[0 00 6] Cs^;*, Ri tir/l-^^/l^Xii^x-;!^* 

Ir, R2 (iyy/i-K, ^x-zL-a, byi^VP*. -t-y^ 

T)v^}v^r^m. ^m.r)v^}v:^ivy A -Am^ ^mcr 

viSMTJi-^^zy^yy-iji-) T^ym. i&m.Tfi-:^y 
f«T;i^^;i^SX(i:- (CO) R2 (R2 iiltriBt: 

iRit) ^immmT. cHxtic-Ph (Phti^ 

YtiCHTZfiCH. C-CNXiiC (CO) NHg 
X>iiCHX<i:C-Ph(7)*^. Y&t/"Z{±-eiX^^X 

±IB-feE^ ( 1 ) ■C•H$i^-g>*^BJ^Offi^lby Si^Vp 

fliWffiT^j. jfiiJiffiT^ij, ummt Lxm-z-h 

[0007] 

( 1 ) ^ztix^x'&m^fih^t LT{±. ^timiXio 
[ 0 0 0 8 ] fip^. mcDv^ivmb lxm. y^^i-. 

ocf-;!', 7°ob;l/-. -ivyx3\^)V^ 7f-;W. -^V^'^ 
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[0009] W&T)V=t^iymh LT«i. :^ V^i^. X 

[0010] .'^^^^>M1^^c^^. ^fgJS^. JS*M^. 
[001 1 ] ^M3^^>'amismr;^^;t/*i: LXii. h 

o 

[0 0 1 2] y^U;l^»c{i. 2-3?y;^&l/3-y^y;^ 
[0013] 2 -^x-;l^SV^3 

[00 14] \^^)'j}vmzit^ 2-ey^vp. 3-eu 

[0015] ^/l^StCJi. 1 ^:7^;^&t/ 2 
[0 0 16] :7x:i;H£mr7^r?^>'*i:UT{±. 

>%ct^S^. 2-:7j:~;l^Xb^>'^ 3-yj:— 

[0017] im.T)V^)V^:^mh LTJi. :^^)V^ 
Xf~;l^f>>f, Tnb7I^^:t. ^^^/l^ 

[0018] i&M,T)V^)VX)Vy 4 — LTti. 
[0019] i&MT)V^}VX)V^.:z.)vmt LTJi. 

[00 2 0] ^\v2yymMm.r)va^iymb hx\±. 
v^)y}V:^u:AV^i^. ^y^y}V:^u3i.v^i^. ^y° 
^y/U:t^y°vit^^zy. yi-y)]^:^viy h^zy^ "^yf 

^y}Vii"0^y'f-)V:^^iy^ h^)'f:^y}V^u^^i^)V 
[002 1] \m.T}Va^i^A)V^^^}Vmh LTJi. 

[0022] 'Ji&mr)Vz2^i^^sy.^s U }VW^r)V^)V 



XTt^U/l. ) X^.;l^^ 3- (>^Xh^i^:J;:::^;t^U;l.) y'u 
b/l. . 4 - ( >^x h ^ y }V ) :7^'^;P. 5 - ( 

xf^>';J^X;f.'J;P) ^y^-jV^ 6- (>^xb^>-;J^X 

[ 0 0 2 3 ] N- ( b yfmr/p=?^i^<yyw;i-) r 

SyStLTJi. N- (3, 4, 

yM;b) rsy. n- (3. 4, 5-byxb^3>^>^ 
y-^7P) rsy. n- (3. 4, s-v^jy^u^^i^^ 
yY^)V) T^y. N- (2, 3, 4-hyyb^>^< 
>^y-f;i^) r^y. n- (2, 4, 
>^yw;i^) rsya^^f^j^T-^^o 
[0024] wm^t LxiSMTJi^^jpm. imrjp^ 
^'^m. ^\xjyyu^. ^\uyysmiSMT/\^^jum^ 

mc^ycn. :=^j]^m^imzi;xrco^wmy -;ps^m*t 

[0 0 2 5] 2-yf~;l^yx::i;b. 3 -y f~;l^y ^n^i 

4-y f^/iy . 4 -xf^/i^y a:x;i^, 4-y° 
nbVb:7x::i;b. 4 -y>;l^y 4-t-y>;l^ 
yji— 4-^>^^;^yj:— 71-. 4-^^i^;^yx— 
2, 3 -yy^/i. y 2, 4->^'y^;i^yj: 

3, 4-zyyi~}yy 3, 5-i^^y^;i^y 
x^;b. 3,4. 5- h yy^y^^y^:::!;!^. 2-yb^ 
S^yj^— /l-. 3-y b^S^y j:X;^, 4-yb^^yj: 
— 4 -xN^S^y' j:— 4 -y°^;^°^i^:7a:x 
4-y>^i>yj:^;l. 4 -^yf-;lyyr^> y 
4-^^>^;i^::t^>'yj:-;i^. 2, 3->^yh^i> 
ya:x;i^, 2, 4-i^> b^i^yji;— 2, 5->^y 

b^^-yx:::!;!^. 2, 6 ->^'y b^£^y x::i;ly. 3, 4 

-5^^y b^>^y xx;iy, 3, 5 ->^"y b^s^y X— 

2, 3, 4-hUy h^i^yxx;!^, 2, 3, 5 - 

y b^i^yx::i;i^. 2, 3. 6- byy b=^S>yx::i 
7^^. 2, 4, 5-byy b^^'yx::!;^. 2,4,6- 
MJy h^>^yxx;i^, 3, 4, 5-MJyh^>'yx 

3,4, 5 - h U:r.h^i^y 1-y)V^ 
xiy :x.::z.)V ^ 3-y}V^x2y :x.:z.)V^ 4-y;Iy>ro:7x 
x;iy^ 2-ynu:7x^;P. 3 -y nny^x-./i 4- 
^xiuy :x.:z.)V^ 2-yo^:7x::i;iy. 3-yo^yx 
:z.;ly. 4-yn^y^x::i;P. A-^—Yy^^)V^ 2, 
3-i^'yuu:7xX;l^, 2, 4 -i^yun:7a:X;^, 
2, 5-i^'ynn:7x^7^. 2, 4, 6-bUynny^ 
x^;l^. 2, 4-S^'y uo- 5 -y;U:toy x::i;l^. 2 



(4) 
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bvi-y jEL^/l^. 4 -y-^7;l^^n7"f^;l^7 4- 
^ :7;i^:t n^>^^;l^:7 x 4-hU yjV 
^X2^^ l^jVy X :^}V^ 2 , 3 - ex ( b U :7;l. 
:7x^;P. 2, 4 -fx ( b y 
3, 4 -fx ( h U 
3. 5 -ex ( by:7;^>rn^^;l^) 
3, 4, 5-bUX ( bUy;P:to;><^;l^) yx::^;^. 
2-::ibn:7x::^;P. 3 bo^^x::^;!^. 
y^:=^}V^ 1-'<^W)V^^i^y :z.:z.)V^ ?>-'<cy-J}V 
:5j-^i^3?x— 4-0'>-VP:t^i^37x— 4- 
( 2- y'x^/bXh^^^) :7x— 4- (3-:7x^ 
)Vy°'a^^^iy) yx^;l^. 4- (4 - y^x:::i;i/X>^ 

>-) :7x— 4- ( 5-:7x— ;^^>'f';i':^f^v') 3? 
X— 4- ( 6 -3?x~;l^^^^';^::t^>') — 

;]^. 2, A-ly'<.Vi/)V:^^lyy :^:z.}V^ 3, 5-5/^ 
yi^>t^::t^i^:7x^;l^. 4-^yi>VP:t^i^-3, 5- 

h^i^^'x— 2-:7xX^S^37x— 3-:? 
xX^S>y^x— 4->^xX^S>y^x— 2-^^ 
;l^^:t:7x— 3-;^^;b^^y x— 4-;^-^;l^ 
^:^y^:=^}V^ A-:x:^^}V^^y ^:=^}V^ 4-Tnb71^ 
^>r:7x— /l^. 4 -y^;l^^:t:7x— A-'^vf-jV 
^^y:L.:z.}V^ 4 -^^3>;bf-:tv^x^;b. 2, 4-3^^ 
y<^}V^^y ^::~)V^ 3, 4 -y.;^f^;bf^:^y^x— 
3, 5 -S^"^^;bf-^:7x::iyb. 2.-:^^}V7.}Vy 
;l^:7x— 71^. 3-^^71^X71^:7^— 71^:7 x—;l/. 4-;>< 
^;bx;by A -;by X— 4 -x^/i^x/by' ^ =^jvy 
xri;b. 4-TnbVl. x;by -I'ri/b:?:!::!;!^^ 4-y^ 
7]^x;i^y 4 ^71^:7 x^7b. 4 -^>^f-;i^X7b:7 ri7b:7 
X— ;t^. 4-^^i^;l^x;^:7 >f -/i^y^x— 71^. 2-p<^ 
7]^x;b7h - ;b:7 x — 3 - f^;bx;b7t^— ;b^7 x — 

4 -^f-7bX7bxh:::i;by x::i;b. 4-x^;bX7b7t^ 
::^7py X— 71^. 4 -Tnb7bX;^;t^-7l^y^x~7t^. 4- 
y-^7l^X7^Th:-7l':7x~7^. 4 — ^>'^7l^X7^7t^— 71^3^ 
xri7b. 4-^^>';bX7l^7i^:::i7b:7x^7b. 2-by:7 
7l^:^n;^ b^S^y x~7b. 3 - b U :77b:tn;^ 5^:7 
X— 71^. 4- b y y7i^:^n;>< b^>'yx~7b. 4 -^y 
^y}V^'a:z.Y^i/y :x.:=^)V^ 4 -^T^:77P:toTn 
4^^^ X ri7b. 4 - ./ -^ y 7b:tn:7^* b ^ 5^:7 x ::i7b. 
A-'^Vfiiy)V:^'^'^y^)V:^^i^y:xL.:=^}V^ 4-b 
yT^;?5f:77^:tn^^3>7l-:t^^':7x::^7l/'. 2-^b^i> 
;(?7P;K^7^:7x::i7^. 3 b^3>;^r7l^;K::^7U:7 x 
7]^. 4 b^i^:^7l^;J^"~7byx^7b. 4-xb^S^;<? 
7]^;jl'^7l^yx:::i7b. 4 -To;K^>^7&7l^4<^:::i7l/>^ x 
71^. 4-yb^S/;^^7l^;J1*:z.7Pv^xri7^. 4-^>^^7P:t 
^S^;<?7l^r|i— 71^:7 X— 71-. 4 -^^i^7^^^ 5^:^71' ;J<— 
7^:7x^7b. 2-^'ry y^x::::7b. 3-i^rXv^xr: 

71^. 4->'rx:7x^7i^. (1, 1 ' -e:7x^7i/) - 



4->f7l^. (1, 1 ' -e:7x-7P) -3->f7P. 

(1, 1 ^ -e:7x::i7b) -2--f7b. 2- (>>xb^ 
^7fxX;t^y7k;><f^7b) 7x-;b. 3- {iy:£.V^l^^^X 
it^^))Vy<^)V) y^=^}V^ 4- (>>xb^S^*X*y7U 
^^71^) y^x::i7l^. 4- (S/^;^b^^'d^X4^y7^;>f^ 
7b) :7x:::i7b. 4- ( S^^rn:^^^ i^;t^X7j^ y ;b;^^7b) 
7x— 7b. 4- b^>^7j^X7}^y7b;^f-7b) ^x^ 

7b. 4- (>>X>'^7b:t^^^X7}^y7b^f~7b) ^x- 
7b. 4- (S/^^i/7b:t^^';t^X4^y7b^^7b) y 

7b. 4 - C 2 - b^i^7^X7^y7b) a:f^7b] :7x 
^7b. 4 - C2- (s^xb^i^^vXTt^y/b) xf-7b] y 
x::i7b. 4- CN- ( 3, 4, 5 - b y ^ b^S^^>^y^ 
-f7b) T5X] :7x-7b. 3- CN- (3, 4, 5-b 

y;>< b^i^<yyW7b) rsy] :7xX7b. 2- cn- 

(3,4, 3-Y^)^Y^iy^VVA)V) r^J^y 

-7b. 4- CN- (3, 4, s-byxb^s^o-vM 

7b) rSX] y^x-7b. 4- CN- (3, 4, 5-by 

rn7K^>-^.yy>f./b) rSX] :7x:::i7b. 4- CN- 
(2, 3, 4-by;^ b^i^^yy-f7b) T5X] :7x 
-7b. 4- CN- (2, 4, 6-by;^b^>'0'VM 
7b) rSX] y^x::i7b. 2-r-bb^5/:7x-7b. 3- 
T-bb^yyxX7b. 4-T-bb^i^:7x— 7b. 4-T 
Ub::t— 7b::t^>':7x— 7b. 4 - y 7b::t^i^ >^ — 
;b. 4-^NVy7b:t^i/y^x-7b. 4 - bVSn-f 7b:t^ 
>^y^x::i7b. 4-^^^fy'<7b:t^>^:7j:ri;b. 4-^ 
r:5?y^7b:t^>'yxX7b. 2, 3-yT-bb^>'yx 
::^7b. 2, 4 -i^T-lr b^^':7x::i7b. 3, 4-i>T^r 
b^i^:7x— 7b. 3, b^^':7x— 7b. 3, 

4, 5-b yT-bb^i^yx-7b. 4-T-bb^i^- 
3, 5-5^*;^ b^>':7xri;b. 2-bbo^yyxri 
7b. 3-b bn^i^:7x::i7b. 4 -b bn^i>:7x::i 
7b. 2, 3->^bb0^y37x-7b. 2, 4->-^bbn 
^5>yx— 7b. 3, 4 -yb bO^>-:7x— 7b. 3, 5 
-i^^b bo^>':7x::^7b. 3, 4, 5-bybbn^3> 
7xX7b. 

[0026] ±.12-^5^ ( 1 ) x^mh^fth^wmm 

( 1 ) 4^. ;i?^^T7b^7bST-X*^"CHXi±C-P 

(CO) NHs rfc-^-fc-^^^^i^afm. -ec^o^^T-t 

Ri *^"r7b^;bKT*St^7)aj: 0*fS t<. R 
1 ;^?^n-7-^7bST-R3 *vKKig^T^^«|Iiby 

7b^7bS . y S^co 1 — 2 fflXJ iffiM T7b ^ 
3 ji ^-t- y ^ ^7bK i> L < :7 ^7baT- ^ 

[0027] ;R*>»^ LV^-ocom* 

^JhLTfi. 5-n-7'^^7b-7- ( 3, 4, 5-by 

^ b^i^^yyW7br sx) -1,2, 4-byryo 



(5) 
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[0028] i^^mimwM. ^-m<r>w&\,zi. ^mm- [ o o 2 9 1 



0 



1 



(2) 



+ 



HN- 



H2N 



(3) 



(4) 



(5) 



0 
II 

NHC— R' 



f^^ Y 

(1 a) 



[0030] csf;*, Ri . X. Ywix\mwiz. 

R3-{i«- (CO) R2 (R2{iWIBt:|S|t) 
^t-^^ (3) i:Offi^JE{±. '<.>'-if>'. b;txx>. ^ 

esa«ioffiH^o*#TtT 3—50 l x^f 

[00 3 1 ] ±IBKJEt j; 'O^hixMY.-^m ( 4 ) fi. 
iXV^T-^tieK^Noy^Ml!) (5) i:RJS§-li:^<ri:t 
J: 0 . (la) \,z7^mX'% Pi. Z<r> 

m\'^m'%h LxTt-^ir^i ( i b ) m^i^.f\.hm/^%.^ 

h (THF ) , 1, 

7^^il4^x-7^;l^^„ r-tehy. x^;k;=<^;t/^hy. 

HtSftMS- 1. 2 -i^'^noxi'y-^cT^yNn 
[St£:xas:-2) 



+ N-C-R^ 

|*^N — y 

(1 b) 

hUxf-zl-TSy. N, N-i^Xf-zP-T-Uy. N-;'< 

[0032] ±iB^iE(cfc(ts fb-^jr*i ( 4 ) [c*r^i,K 
^Nnyy^i:!f5!i ( 5 ) mfwm\<^\m^mt. tttRg^w 
Tii^v^**. amffi^>nc>-'y'f[:!|ti{i^^;t^S^. ii® 

jiif ^flffitotEiii^oi^frTtitf 0 . 5—20 mmu 
M^-^ttiif. (lb) (7^mAt^m-^hm\^i,zh 
[003 3] tfz, it^m (la) izMLx . nmm^^ 

uyyim (5) i:c7)Rj!B^±iai:lR|«t:ff^c-t«\ -ft 
■^!|% ( 1 b ) 2r#l.i tA^T^ I. , 
[0034] ; iT\ ±IBRJiEX?M5^- 1 tiift-Stf^ 
^t^fl!) (4 ) ^J;iaTiERjex^-2t:^-r:^S 

[0035] 
[^t4] 



0 



0 
II 

CH2COE 



(6) 



HN-Y 



(3) 



OH 



r ^ — I 

^ N 
<7) 




N Y 

(8) 



NH2 



[*^N Y 

(4) 



(6) 
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[00 3 6] Cj^*, ri . X. Y&t/zummizm 

(3) i:0«I^KJtE{i. jii'Sr^?§tt^M+, 

^t-^iHi ( 6 ) tit^m ( 3 ) bcommwi^ii. 

[0037] ±iBt J: Df#^>fLl>-fb-^!f!!j ( 7 ) 



Q 




(5) 



[0 04 0] Cs^^tf. Ri , , A, X, Y&t/ 
Z(imriBt:i|Rlt, R3''(dffiMT/P^;P*€r^K-t« 'J 

(8) fcrS>'(9) bi:. J—JV. :x.S J—)Vm 



fz. ie^MtClEtT, N, N-i>".><^;I^T-U>\ N, N 
1 5 OS^^S^^a^^frTt:. *;;0. 5-1 2B#ra@ 

[0038] ilBRE-tc J; m%hh.h)\^^y\m 
(8) (4. iii^Ty^r-rTfc-cMa-ri.iiii^iD'ft 

-^ft (4) ic^m-c-^^, ^c7)3()ia{i;, ^ftc?tM*f£'S 

b^-f. mn\Y.'^^ (8) ^igStJMcTJT^-^^TTfct^t 

1 0 0 — 1 5 0 "omx- 1 — 12 B^rais^jpit-r 

[0039] 
[-fL5] 




(1 0) 



0) Z.fl^W^'CiYy\Ym (5) 

i: i "9 - -fbM^J ( 1 c ) b-th ^bffiX:% h . 

[004 1] ±tii\:-^m (10) bm^^^yy^m 

[0042] 

[^be] 



+ r -NH2 

(9) 




(1 c) 



(7) 
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,3d 



0 

-As- Jy. 

(1 e) 



[0 04 3] c^tp. Ri , X. Yjtt;;-z{^Buia(;|n| 
j^^. ^\'ayym.mimrj\^^f]^m. - hum. y^- 

h^y j^-)vm^ . R3={i7K*s^, im.T)v^)vmx 

\m- (CO) (R2^{iHfrlBl;|BIt) R2Mi 



tcT)^, R3d«i7KfgjE^. ffiar/p^/p»x{i«- (c 

O) -R^b (R2M4mfiefc|S|t) Sr. ^ix^^i^fo ] 

2|s^Hj-ft^!f^5 ( 1 d ) a, i^x&Jn7KM?t--^i tti; 
0. *^Hm-&!tS!I ( 1 e ) t<zm^^hZtti^Ti^. IS 

-S^c^^S^ffTT\ 1 0 ^i— 3 mx-^-J^^ o 
[0044] 
[^t7] 




R' 



3f 



0 

A, 



,2d 



_^ r^N Y 

(1 g) 



[0 04 5] C3t4'. Ri , X, Yav'Z(imrlB(:lRl 

j\u'rymmm.riv^ivm. —hum. 7i-;Hm 

t^(:>miiix^^r---2m^^'th:Lb<nhhy x.—)V 
*$r, R3««7j<«is^^. mRr)V^)vmx\im- (c 

O) -R2= (R2°{iMiBt;|aIb) R2J{iR2<=-C^» 

mthim!ifimkr}v^jv:x)vy ^ —jvmxitmgt.r)v 
wcTiv^ )hmx\tm- (CO) -R^f (R^dttttnetisi 
^i:^!f^ (If) (Dmimmii. mm. =J9uu^^y. 



[0046] CCT\ iieK-fb^JESr. fgMT;W#;WX 
\t 1 -i^^iafJSMi: t , 0 'C-^m^m.om^&^ZX 1 5 

[0047] --yj. }lWMYM.^^. {m.T}v^)V7-.)v 
^s-)vm^ xw^^^h^. ±fsK^tmc^<sffl*«± 2 

5^-2i^^Kje^fi=^3<7)j5Uv^, i^. 

\i. ±i5Lfc2aDiO^#cov^TtLT-i. ii^o 
[0048] *^B^if##c{4. itLtC^fifet^f^V^Jg^^r 



(8) 
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[0049] ^MmmntK^mf^m^mmt-^t l 
[00 50] t-tz. 3^^Bm-^!f55c^a R3 ^vKirn 

[00 5 1 ] ±i^^tl^^i^coxm^zi: *)%^fihsmit 

[00 52] 
[00 53] 

[##Mi] 4-rsy-8-i^ry-2-:7x— /ix 
5-T5y-4-i^Ty-^ 5^"'y'— ;n . ggs.?/^;^ 

W /L-T-fe h - h U 2 . 6 g ^l^lg 5 m 1 L , 

1 0 0 "C-C- 2 4 B^raMf Lfc . RJS^ae L . ^ 

DS^SULT, Bem-^?l!l6 3 0mg (BJd±[: 3 14- 

3 1 6°C) Srt#>t<, 
[00 54] 

[##M2~l 0 ] ##M1 hWmzX^X. \>XT<r>im 

[00 5 5] ( 2 ) 4-TSy-2-n-7'^;P-8- 
v-ry-^s^v'Ci, UySi/i^ (»t,4: 25 

6 — 2 5 8°C) 

(3) 7-T5y-5-a:-f;l^-l , 2, 4-hUTy" 
n C 1 . 5 - a ] b-y 5 j/>- (iS^iS; : 19 4 — 197 

Sfe^^M: x^y-zl—n-^^fV) 

(4) 7 -TSy- 5 -n-rnbVP- 1 , 2, 4-h 
U ry'a C 1 , 5 - a ] b°U S >>> (811,4 : 13 9—1 

4 2^. : x^y-;V-n->^^-9-y) 

(5) 7-T5y-5-n-y'f-;l--l , 2, 4 - M> 
ry'n CI. 5 - a ] by 5 i^'y (Bt-S : 149—15 



(6) 7-T5y-5-n-'<y^;t'-l , 2, 4-h 

urya c 1 , 5 - a ] by s i/y {m.M. ■. i 7 8— i 
8 i^c. m^^mmm ■. :i^^y-)]^-n-^^^y) 

(7) 7-TSy-5-n-:t^^;t'-l , 2, 4-h 

y rvn ci , 5 - a : by s i^'y (m* : 1 4 s— i 

5 0°C, x^y-/lx-n-^^-tfy) 

(8) 4-T5y-2-n-y^;P-8-;^f;U-^-\t-<;P- 
S^V CI. 5-a] by Si^'y 

(9) 7-rsy-5-n-y'^;i'-2-yx— ;t^- 

1. 2. 4-hyTy"nCi, 5-a] by s>--y (Ui 

.if : 2 1 1 -2 1 3^C. n^ikmm ■. X^y-;l^- n- 

(10) 7-rsy- 5-xf-;i'-2-ya:— 1 , 

2 . 4 - h y ryn c 1 , 5 - a ] b y 5 (in^^f : 

2 2 4 — 2 2 6'C. S^HJSM: x^-y-yP-n-^^ 
[0056] 

[##M 11] 7-TSy-5 - n -y^;t^- 1 , 

2 . 4 - b y ry o c i , 5 - a ] b y 5 'jycomM 

3-TSy 1, 2. 4-hyry-;l'34. 6gi:3 

-:^^y^7°^'yKy-^;Pxx7^;i,'6 5 . 0 g^oh;px 
y4 om 1 ?§MSr 1 1 o''CT3mmtmmm.Lfz. 

b;l^xy^Mffi©*L, aSfrx^y-zk-n-'^ 

^-r y i 0 SISbI, LT . 5 - n - y>;P- 7 - b F 

i^-i, 2, 4-hyrynci, 5-a]by5>?y 

0*tfeSll6 3. 9ge#>^c, 

[ 0 0 5 7 ] Xg ( 2 ) : ±iax^ ( 1 ) X'%t>flfzm 
^ml9. 2 gt2;t=^i-^tiay yS Om 1 2rJPi.. 1 fir^ 

(;?±#\ iM-^!fl!J^ iE*S^K^ h y ^ AT-tf *n t . i^'^ n 
a;^^'yTfSmL. *«g**i»^3t. iix^lSSJcfelg* 

mm*. |ffi7KSil^-:^by'>ATW*L. «J±iiffiF^ 
o # i' y ^ 7 A ^ n V h ^'■'9 y 

- (^§til?S : PSX^;!^ : n-'s.df-tfy^ 1:2) T'W 
tSLT, 5-n-y^;t'-7-^aa-l , 2, 4-h 

y ry n ci , 5 - a :i b y s £^'yc7)?4^#fe?w^!f% i 

4. 9g^f#yto 

[0058] ±IBX^Ti#^ti/::-ft-^?lD8 . 8 g t 2 5 
%r y^ — r* l O O m l i: ^xr-y 

AL 1 2 o°cT-2 2mmtm.\.fz. <%m. m\i^Lfzm^ 

SrriRL. TK^f*. ^:5'y-;k-n-'^^-)fyJ; DBS 

at-c. sw-ft^c^itfeiga3. 7g^#}t« .r<7)i> 
oti, ##^J5C7) ( 5 ) liZWi-tit-^mhm-X'h-^fz. 
[0059] 

[SIMM13 8->'ry-2-yi::i;t/-4- ( 3, 
4. 5-h y^ ^=3fi^<yv>f;^7>5y) ^ s^v* 

CI , 5 -a] by 5>>>cOMig 
by i^'y 3 . 0ml ^\^Z^^miX%i^tifz'iM^3 0 0 
m^t^T. 3, 4, 5-hy^hJfi^^ 
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y VM ;k ^ a U K 2 9 4 m g i1}a:tfz. i C0!l}S?SS: 



[0060] 

[ ^JtM 2-13] mmm i i: t t , 

[0 06 1] 

[IS1] 



m 



1 3 
0 

I" 2 
NHC-r 



f^N Y 



Me=;*f*S, Et:^f;l>S> n-Pr=n-7' p t' Jl'S^ n-Bu=n-7"fyl'S^ 
n-Pe=n-V A'S, n-Oct=n-;j-^'f-;l'S, Ph=7j=fl'S 



No. 




r2 


X 


Y 


Z 


i*^ (X) 

mm) 


1 


Ph 


OMe 
OMe 


N 


CH 


C-CN 


263~265 


2 


n-Bu 


OMe 
OMe 


N 


CH 


C-CN 


178-^180 


3 


n-Bu 


Ph 


CH 


N 


N 


160~162 


4 


n-Bu 


Me 


CH 


N 


N 


150~L51 
n-'N+f» 


5 


n-Bu 


MeOy 


CH 


N 


N 


140~142 


6 


n-Bu 


MeO. 

-Q-OM. 


CH 


N 


N 


200—202 

(x?/-;l'- 



[00 6 2] 



[^2] 
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No. 




r2 


X 


Y 


Z 




7 


Et 


OMe 

OMe 


CH 


N 


N 


179~181 


8 


n-Pr 


OMe 

( 

OMe 


CH 


N 


N 


154—156 


9 


n-Bu 


OMe 
OMe 


CH 


N 


N 


148—150 
(i^ /-/!'- 


10 


n-Pe 


OMe 
OMe 


CH 


N 


N 


136—138 


11 


n-Oct 


OMe 

\— / 

OMe 




N 


\T 
IN 


101 — 103 


12 


n-Bu 


-h 


CH 


N 


N 


170—172 


13 


n-Bu 




CH 


N 


N 


124~I26 



[00 6 3] 

[SIMM 1 4-3 9 ] mm^j:tiimsM^m\>K ±is## 

[0064] njfiMi 4■••4-'<yv■■^;^r5y-2- 
n-7'^;^-8->'ry•^ s^^y CI , 5-aDb°US 



[0 06 5] HffiMl 5---2-n-7'^;l^-8-i/r-/ 
- 4 - ( 2 - b y 7;k:t n;>f ^/l^^>-y-^ 5 ^ ) ^ 

5 CI, 5 - a ] t° ij 5 , 
[0066] (Itctr : 1 92-1 9 5^, U^^mm : 

HSfii^ij 1 6 ■•■ 2 - n - s-i^ry -a - ( 2 - 
^t^^i-^yyM/i^rs y ) -< srv c 1 . 5 - a ] fu 
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-x^;P-4 - (3,4, 
5y ) A SrV CI , 5 



[00 6 7] HJftflJl 7---2-n-7'^;k-4- (2- 

^'nn><.>-y^';PT5y ) -8-i^Ty-< S^V Cl . 

5 -a] t°U 5i^>o 

[0 0 6 8] (iJl;±(: 20 5-'20 7'C. S^H^H^tM: 

^iSifeMi 8---8-^'ry-2 

[0069] mW^\ 9---8-i^ry-2-n-:t:?^ 

7 ) -f S rv" C 1 , 5 - a D t°U 5 
[0070] mMM20--2-n-y^;U-4- ( 3. 
4, ^=3fi.<yv'^;^7'Sy ) S^V 

CI, 5 -a] f U Si/y, 

[00 7 1 ] lllfe^J2 l---2-x^;l^-4- (3, 4, 
h=5fi^'<^V'-f;kT5y) CI , 5 

-a] eUSi^'^o 

[00 72] IIJftM2 2---2 -n-:t:?'^;I^-4 - 

(3, 4, 5-N ijy b^>"~<.yy'-<;i'Tiy) 5^" 

y CI , 5- a] fU 

[00 7 3] lllfe^J2 3- -2-n-y^;W-4- ( 2- 
h ij y;P::tny f-zP'OyW ;J^r S y ) 5 C 1 , 
5 -a J t°u Si-'y, 

[0 0 74] mMm2 4--2-n-y^)U-4- (2- 
yf-;txA;>'V'>f;prsy) S:^^y C 1 , 5-a: b°y 



[00 7 5] mW.M2 5--2 -n-yf-;t^-4- ( 2- 

^nn^i^y^f ;prsy ) w c 1 , 5-a] b°y 

[0 0 7 6 ] Ilii^j2 6---5 -y-?-;l'- 7 - ( 3 , 4, 

5- h uy b=^^s^^>'y-^;pTsy ) - 1 , 2, 4-h 
uryoci, s-a^buss/y, 

[00 77] mmm2 7---5-y x.—)V-7 - ( 3 , 

4, 5 - Mjy h^i^^yyW/PTsy ) -1, 2, 4 
- h y ry n c 1 , 5 - a 3 by s i^><, 

[00 78] ||JSi^j2 8---7-'<.yyM ;kT5y- 5 - 
yx::^;P-l, 2,4-hUrynCl, B-a] by 



( 2-y^;^-^>'yM;^• 
2. 4-burya 



[0079] mmm2 9---i 

Cl , 5 -a] bU Si-V. 

[00 80] mMmso—i 

TSy) -B-yx-^l—l : 

C 1 . 5-a] bUSi^'>', 

[00 8 1] mMm3 l---5-7x-;p-7- ( 2-h 
Uy;l/^oyf-;K>^yW';l^TSy ) - 1 , 2, 4-h 

ury'nci, 5-a: by si^^y. 

[0 0 82] mMMS 2--5 - n-y-i~)U-7 - (3, 

- h y ryo c 1 , 5 - a D by s 



(2-^'aa<yyV;k 

2. 4-hyryn 



[0083] llJfi^jS 3-5 -n -f^JV- 7 - ( 2 - 

-by ry o c i , 5 - a ] b y s vy. 

[0 084] ||Jfi^j3 4---5-n-^^>^;P-7- 

(3, 4, 5-hyy h^i^^yy-f;wrsy ) - 1 , 

2 , 4 - h y ryn c i , 5 - a ] b y s , 



[0085] ^tfi(?iJ3 5 

(3, 4, 5-byy 
2 , 4 - h y ry n c 1 

[0086] 'mW^\3 6 

4 , 5 - h y y 
-by ry a c 1 , 5 



^7°-f;b-7- 

y) -1, 

by Sv'y, 
5-n-y-;u— 7 - (3, 

y'-^';vTsy) - 1 , 2, 4 
a] by ss/>-« 



[0087] HJt^jS 7--- 5 - n -xV/l^- 7 - ( 3 , 

4, 5-b yy b=3ri--'<.>yw;PT5y ) - 1 , 2, 4 
-by ry'D c 1 , 5 - a ] by s -jv. 

[0088] IIJfi^j3 8--- 5 - n -T'^/P— 7 - ( 2 , 

3, 4-b yy b^i^-o-y-f/i-Tsy) - 1 , 2, 4 
-by ry'a c 1 , 5 - a ] by = 

[0089] mmm 9 ■■• 5 - n -y^jv- 7 - ( 2 , 

4, 5-b yy b=^i^'<.>-y-f;wT5y) - 1 , 2, 4 
-byry'nci, 5-a]bys>>>, 

[0090] 

omfA 1 ] 2 - n -y^/u— s -s^ry 
-4- ( 2-y b=^v-^>'y-^;p-rsy) sry 

C 1 , 5 - a ] b y S -Jymf2 - n-y^lV- Q-iy 
TJ-A- CN, N-b'X {2-:AV^i^^yV'A )V) 

rsy] 5ry c 1 , 5-a] by ^s/y-cTDMit 
^mi\2xn^fii-zi\L-^mf2 -y b^s/'^^yy-^/p 

ffiilS,tljSr i^':?' any y i^'x^/kx-f/t^J; OBIS 
bIiL-T. 2-n-yf-;tx-8->-Ty-4- (2-yb 
^=y^yV'-{)VT^J) ^ 5^y C 1 , 5-a] b°y 5 

-8-s^Ty-4- CN, N-bX ( 2-y b=¥i^'<.y 
y-f Tsy] -fs^y Cl, 5-a] by ii/yc^) 

2mAz.^-t. 

[0091] 

[^iifeM4 2-5 4] ^JfeMl i:|lI«tCtT. ffi2^t: 
iE«50#^li^!^^ Kit t/c . 
[0092] 

[ilSfiM5 5] 5-n-y^;^-7- (2-y^;kX;k 

7^r:;i^>'y^;i^rsy) -1,2, 4-byrya 

C 1 , 5 -a] by S>>>COKit 
^Jfi^J 5 4 TitJ^n/c-fb^if^g 1 . 0 s<mm 2 0 m 1 

3 0 %i!a^-ft7j<^* 0 . 4 g ^sni . 6 1^^ 

mn\^fz. SJE**Tf*. 7K^J[l;i. @tMx^;l, -ctttii L 
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-?-/l'= 1 : 2^i?ocr;J^;kA : ^^y-;^= 10:1) 
[00 93] 

immm 5 6] 5 - n - 7'>;L— 7 - ( 2 

4^ri;p^:yy-^';i^rsy ) -1,2, 4 -hi; rye? 

CI. 5-a] b"USi^>OMji 

^MM 5 4 Ti# A> ixfc^t-^if^) 1 . 0 g tOStBS 2 0 m Ut 
3 0 %mBSe7l<3g7]cO . 8 g ^Ml . 8 0°CT- 2B# 

[00 94] 

[HffiMB 7 ] mmmi trnm^ztx. m2mt,zmm<r) 

[00 9 5] 

immm 5 & ] mmm set mmiz lt . m 2 istcts^ 

[00 96] 

[»fiM 5 9-74] ^jfiM 1 1 mmiz Lx.m2 m^z 
tmc^^t^trmmLfz. 

[00 97] 

mmmi 5 ] mmms 5 1 mmtz tr . m2mi,zwM 
co^t^m^mmLfz. 

[00 98] 

[||)ftM7 6 ] HSftMl ^:|BI«fcLT. m2«tiBaiO 

it-^^^^:mmLtz. 

[00 9 9] 



[^M7 7] 5-n-7'^;k-7- (4-tKn=afi/ 
^yY4 /^TS.y) - 1 , 2, 4-hUTYuCl, 5 
-a] t° ij 5 i^ycOSit 

IIJfi0^J7 6-Ci#^>tl./C'fl:-^*?!Il . 4 1 g^^JX^y-;P2 
0 m 1 SiS^gS- 0 rt:}^^] L , * i 2 N7mb-^ h U 

^yj^^mmsm 1 stjux.. o'CT'mrBij«t¥t/::„ 

OSISb^bLT, Sem^tJOtefe^Ss^Bl . 1 2 g 
[0 100] 

[^Jfei?lJ7 8 ] 5 - n -y-f 7 - C N - n 

-N-(3, 4, 5-by^b=3rS^^>'yw;t^) 

-1, 2, 4-bUTyn CI, 5-a: fUSi^' 

ycomm 

##^J 1 1 c^Ig ( 2 ) T#('3tl?^c{l:-^f^3 . 1 6 g , 

n - y'i-)\^T 5 y 1 . 1 0 g &v^^.yiim.m?i<m-f- hV^ 

Al. 2 6 gSrX^'y— Om 1 tftjil;?.. 10 0°C 

T2mmmnLfz, Kmrn-jm. nsimt. mmz^ii 
iMx.. mmj^i-fiTmiULfz. ^mm^Mi^. ^s/m 

fz. ^tit:>'VAyf\^:^^M>^^'?hy^y ^- mm 

m : ^'norf^/l^A : i^Kx^;p= i : 2 ) xmmt. S 

n-y^;wr$y- 1 , 2, 4-h'jrynci, 5- 

a : b-U 5 i^'y2 . 7 2 g^^/::, f#^>tL5t^l:-^ 
!i)l. 12gSLtX3, 4, 5-b ijy b^>"^>'y-f;p 

yo'jKi. 0 8g^ffli,^-r, ^M^Ji tiRiatct 
smt^mcom^^^mo . 5 2s^mz. nhtifz 

[0101] 
[1^3] 
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No. 




r2 




X 


Y 


Z 


mm 


40 


n-Bu 


MeO 


H 


N 


CH 


C-CN 


220~222 

(:/ >}vvm 


41 


n-Bu 


MeO 


0 OMe 


N 


CH 


C-CN 


183—185 


42 


n-Bu 




H 


N 


CH 


C-CN 


174—176 
-n-A^y) 


43 


n-Bu 


OMe 
OMe 


H 


N 


CH 


0 
II 

C-C-NH2 


210J^± 
(i^;-^-;K) 


44 


n-Bu 


CI 


H 


N 


CH 


C-CN 


157—159 



[0 10 2] 



[154 ] 
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No. 




r2 




X 


Y 


Z 




45 


n-Bu 




H 


N 


CH 


C-CN 


204~206 

-n-'^^fy) 


46 


n-Bu 


Cl 

Cl 


H 


N 


CH 


C-CN 


194~196 


4 / 


n Jju 


02N 


n 




C'Vt 

Lrli 


P— PM 
U L-JN 


207~209 

t° ;H-f;i') 


48 


n-Bu 




H 


N 


CH 


C-CN 


203~205 


49 


n-Bu 




H 


N 


CH 


C-CN 


185~187 


50 


Et 


OMe 

/ OMe 

OMe 


H 


C-Ph 


N 


N 


216~218 



[0 10 3] 
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m2m (o-j^) 



No. 




r2 




X 


Y 


Z 




51 


n-Bu 


OMe 
OMe 


H 


C-Ph 


N 


N 


187~189 
-n-'sWi') 


52 


n-Bu 


0CH2Ph 


H 


CH 


N 


N 


170~172 


53 


n-Bu 


OPh 


H 


CH 


N 


N 


163—165 

_i. ill \ 


54 


n-Bu 


MeS 


H 


CH 


N 


N 


iza^iso 


55 


n-Bu 


SOMe 


H 


CH 


N 


N 


194—196 


56 


n-Bu 


SOzMe 


H 


CH 


N 


N 


211~213 



[0 104] 
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m2m (o-if#) 



No. 








X 


Y 


Z 


i!J!.^.rC) 


57 


n-Bu 




H 


CH 


N 


N 


144—146 


58 


n-Bu 




H 


CH 


N 


N 


162~164 


59 


n-Bu 




H 


CH 


N 


N 


203—206 


60 


n-Bu 




H 


CH 


N 


N 


141—143 


61 


n-Bu 




H 


CH 


N 


N 


106—108 

-n-^ny) 


62 


n-Bu 


CI 


H 


C-Ph 


N 


N 


207—209 

-n-^Hy) 



[0 10 5] 



(17) #fflV9-2 0 2 786 



No. 




r2 




X 


Y 


Z 




63 


n-Bu 


CI 

F 


H 


CH 


N 


N 


171~173 


64 


n-Bu 


NO2 


H 


CH 


N 


N 


136—138 


65 


n-Bu 


^Q-0CF3 


H 


CH 


N 


N 


143~145 
-n-'NW-» 


66 


n-Bu 


^1^^— COOMe 


H 


CH 


N 


N 


124~126 


67 


n-Bu 


-^-CN 


H 


CH 


N 


N 


169—171 


68 


n-Bu 


Ph 

-h 


H 


CH 


N 


N 


, ^H-NMR® 



[0 10 6] 



[158 ] 
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No. 




r2 




X 


y 


Z 




69 


n-Bu 


0 

— <^~^CH2-P(0Et)2 


H 


CH 


N 


N 


^H-NMR(D 


70 


n-Bu 


0 

— ^^^NH-C— OMe 

OMe 


H 


CH 


N 


N 


202—205 
-n-^*ti') 


71 


n-Bu 




H 


CH 


N 


N 


98~100 


72 


n-Bu 




H 


CH 


K 


N 


166~168 

-n-A^fy) 


73 


n-Bu 




H 


CH 


N 


N 


157—159 


74 


n-Bu 


P 


H 


CH 


N 


N 


141~143 



[0 10 7] 
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m2m (o<5#) 



No. 




r2 




X 


Y 


Z 




75 


n-Bu 


— ^ ^— SOMe 


H 


CH 


N 


N 


115~118 

-n-^^ty) 


76 


n-Bu 




H 


CH 


N 


N 


105—107 


77 


n-Bu 




H 


CH 


N 


N 


260~262 


78 


n-Bu 


OMe 

-Q-OM. 

OMe 


n-Bu 


CH 


N 


N 


102—104 



[0 108] [*1 0] 



N o. 


1 H-NMR ( (5 : p p 


6 3 


0. 96 C3H, t, J=7. 3). 1. 3-1, 5 C2H> m) , 

1. 7--1. 9(2H, m). 2. 89 (2H, t. J=7, 8), 
7. 2-7. 7C8H. m), 7, 82<1H, s). 7. 90 
(IH. m). 8. 14 (IH, s). 8. 77 (IH. brs) 

CC D C I 3D 


6 9 


0. 97C3H, t, J-7. 3), 1. 28C6H, t. J = 
7. 1), 1. 4-1. 5(2H. m), 1. 8-1. 9C2H, 
m) , 2. 96 C2H, t, J = 7. 8), 3. 27 C2H, 

4. 0-4. 1 C4H. m). 7 . 54 C2H, dd. 
J = 8. 4. 2. 5). 7. 9-8. 0(3H. m). 8. 41 
CIH. s). 9. 68 (IH. tars) CCDC1»1 



[0 10 9] 

mmm7 9-1 4 1 1 m^^^mmiW^m^'K 



[0 1103 ^M^J7 9-7- (4 
yy-f/l^rsy) - 5-n-y^^)l—2-yx.:=~;l'- 
1,2, 4-hUTynCl, S-a] t°'J Si^>'o 

[0111] SIJftf?^j8 0---7 - ( 2-^:y>';P:t^; 

yy'-( }VT s y ) - 5 - n - ^'f-^i— 2 - 7 x — 



(20) 
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1 , 2 , 4-hv ry u CI, 5 - a ] e y 

[0 112] ^jSft^jS l-'-S-n-y'-f-jU- 



2 , 4 - b U TYXJ CI, 5 - a ] 5 
[0 113] *Sfe^j8 2---5-n-7^>;^ 

y^ju^^t^yy-^ Jir^/) -2-y:t.^ 
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4- 
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[0 13 0] mmm9 9---7- ( 2-r-bh^><yy 

-^/l^rsy) -5-n-y>;l^-2-yx::l;^- 1 , 
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[0131] mmmi oo-"5-n-yf';i^-7- (2 

-b Ha^S^<yy-f ;l^TSy ) -2-yx^;P-l, 

2, 4-byryn ci, 5- a] by5i^>. 

[0132] Mfei^lJl 0 l-"2-n-yf';^-4- 

C 1 , 5- a] by Si^>. 

[0133] mmmi 0 2---2- n-y^;p-8-i^r 
y-4- ( 2-:7xy^>''<yy>f;^T5y ) -f S^^V 

Cl, 5- a] by 

[0 134] mm\l 0 3---2-n-y^;P-8-i-'T 

y-4- ( 2-yf^;i^^::t<yy-f;i^T5y ) -YSr^v 
C 1 , 5- a] by s>^>. 

[0 13 5] mW\l 04---2-n-y^;l^-8->^r 
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syv c 1 , 5 -a] by s>^>. 

[0136] mWMl 0 5---2-n-y^;^-8-^'r 
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[0 13 7] mmmi 0 6---2-n-y>;^-8-S^r 
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y)'^5yyci, 5-a]by5>^^yo 

[0 138] mmmi 0 7---2-n-y>;l--8->'r 

y-4- (4-y f^>^;?:?;i^;J^-;i^^yy-f;i^TSy ) 
>f C 1 , 5-a] by 5>>>. 
[0 13 9] SIffeflJl 0 8---2-n-y>;l--8-v'r 

y-4 - (4->-Ty<yy-f;i^TSy) Sr^v 
C 1 , 3- a] by 5i>>o 

[0 14 0] Mfei?yi 0 9---2-n-y^;l^-S-^'r 

y-4- ( 2-yx^;Kyy>f;^r5y ) A^yy^ 

C 1 , 5- a] by S^>. 

[0 14 1] mmmi 1 o---2-n-y^7^-8-i/r 

y-4- (4-i^^xb^S/7t^X;}^y;l^y^7^^yy>f;I^ 
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TSy ) ^yyM;i^r5y] >f s^s^v c 1 , 5-a] b 

[0 14 3] Mfii^lJl 1 2---2-n-y>7l^-8-S/r 
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HJfii^iJl 2 3---2-ri-y-^.;i-8-^;l^ 
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Ulii^ijl 2 4-"2-n-y^;P-8-;<?;^ 

■y CI, 5-a] b°y s>^>. 

mm3\\ \ 2 5---2-n-y>;^-8-^;l^ 

- ( 2-y^;PX;^7j^ri;l^^>'y>f7^rS 
CI, 5-a] b^y 5>^>. 

\ 2 6---2-n-y^;l^-8-;&;^ 

- (4-by y^;^:toy b^>^^>^y-f/^ 
yy c 1 , 5-a] uy si^>. 
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y-^/^rsy ) syy c 1 . 5-a]b=yss»o 
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Object 

To put forward a condensed ring pyrimidine derivative useful as effective ingredient compound 
of pharmaceutical such as an analgesics in particularly. 



Method of Solution 

A condensed ring pyrimidine derivative represented by general formula 

(wherein, Rl denotes an alkyl group or phenyl group, R2 denotes phenyl group, thienyl group, 
pyridyl group, naphthyl group or phenyl group optionally-containing lower alkyl group, lower 
alkoxy group, halogen atom or the like as substituent, R3 denotes hydrogen atom, lower alkyl 
group or -(CO)R2 (R2 is the same as above), X denotes a nitrogen atom, CH or C-Ph (Ph is 
phenyl group) and as for Y and Z, when X is a nitrogen atom, Y is CH and and Z is CH, C-CN or 
C(CO)NH2, and when X is CH or C-Ph, Y and Z respectively denote nitrogen atom). 



Patent Claims 
Claim 1 

A condensed ring pyrimidine derivative represented by general formula 



0 

II 



(wherein, Rl denotes an alkyl group or phenyl group, R2 denotes fiiryl group, thienyl group, 
pyridyl group, naphthyl group or phenyl group optionally containing 1-3 groups selected from 
the group comprising lower alkyl group, lower alkoxy group, halogen atom, halogen substituted 
lower alkyl group, nitro group, phenyl lower alkoxy group, phenoxy group, lower alkyl thio 
group, lower alkyl sulfinyl group, lower alkyl sulphonyl group, halogen substituted lower alkoxy 
group, lower alkoxycarbonyl group, cyano group, phenyl group, dilower alkoxy phosphoryl 
lower alkyl group, N-(trilower alkoxy benzoyl) amino group, lower alkanoyloxy group and 
hydroxyl group as substituent, R3 denotes hydrogen atom, lower alkyl group or -(CO)R2 (R2 is 
the same as above), X denotes a nitrogen atom, CH or C-Ph (Ph is phenyl group) and as for Y 
and Z, when X is a nitrogen atom, Y is CH and and Z is CH, C-CN or C(CO)NH25 and when X is 
CH or C-Ph, Y and Z respectively denote nitrogen atom). 
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Claim 2 

A condensed ring pyrimidine derivative in accordance with Claim 1 selected from the compound 
wherein, in the general formula in accordance with Claim 1, Rl is alkyl group and X is CH or C- 
Ph, and the compound wherein X is nitrogen atom and Z is C-CN or C(CO)NH2. 

Claim 3 

A condensed ring pyrimidine derivative in accordance with Claim 2, wherein Rl is alkyl group. 
Claim 4 

A condensed ring pyrimidine derivative in accordance with Claim 3, wherein Rl is n-butyl group 
and R3 is hydrogen atom. 

Claim 5 

A condensed ring pyrimidine derivative in accordance with Claim 4, wherein R2 is naphthyl 
group, or phenyl group having, as substituent, 1-2 lower alkyl groups, halogen atoms or 3 lower 
alkoxy groups. 

Claim 6 

A condensed ring pyrimidine derivative in accordance with Claim 5 which is 5-n-butyl-7-(3,4,5- 
trimethoxy benzoy lamino)- 1 ,2,4-triazolo[ 1 ,5-a]pyrimidine. 

Detailed Description of the Invention 
(0001) 

Technical Sphere of the Invention 

This invention relates to the following, namely, a novel condensed ring pyrimidine derivative. 
(0002) 

Technologv of the Prior Art 

The compounds of this invention are novel compounds previously unreported in the literature. 
(0003) 

Problems to be Overcome by this Invention 

This invention has the object of putting forward a compound useful as pharmaceutical as 
described later. 



©Rising Sun Communications Ltd, 



http://www. risings UFL co. uk 



JP09-202786 



3 



Caution : Translation Standard is 
Post-Edited Machine Translation 



(0004) 

Means to Overcome these Problems 

In accordance with this invention, a condensed ring pyrimidine derivative represented by 
following formula (1) is put forward. 



(Wherein, Rl denotes an alkyl group or phenyl group, R2 denotes furyl group, thienyl group, 
pyridyl group, naphthyl group or phenyl group optionally containing 1-3 groups selected from 
the group comprising lower alkyl group, lower alkoxy group, halogen atom, halogen substituted 
lower alkyl group, nitro group, phenyl lower alkoxy group, phenoxy group, lower alkyl thio 
group, lower alkyl sulfinyl group, lower alkyl sulphonyl group, halogen substituted lower alkoxy 
group, lower alkoxycarbonyl group, cyano group, phenyl group, dilower alkoxy phosphoryl 
lower alkyl group, N-(trilower alkoxy benzoyl) amino group, lower alkanoyloxy group and 
hydroxyl group as substituent, R3 denotes hydrogen atom, lower alkyl group or -(CO)R2 (R2 is 
the same as above), X denotes a nitrogen atom, CH or C-Ph (Ph is phenyl group) and as for Y 
and Z, when X is a nitrogen atom, Y is CH and and Z is CH, C-CN or C(CO)NH2, and when X is 
CH or C-Ph, Y and Z respectively denote nitrogen atom.) 

The condensed ring pyrimidine derivative of this invention represented by the aforesaid general 
formula (1) is useful as drug. In particular, derivative of this invention is useful as an analgesics 
(postoperative pain, migraine headache, gout, chronic pain, neurogenic pain, cancerous pain or 
the like), anti- inflammatory drug, antibacterial drug, hypoglycemic drug, lipid lowering agent, 
blood pressure lowering agent, carcinostatic and the like, and among these it is preferably used as 
an analgesics, and this has tiie characteristic that it is almost free from side effects which is 
common in a prior art analgesics. 

(0007) 

The Form of Carrying Out The Invention 

The following groups can be exemplified respectively as each group defined in the aforesaid 
general formula (1) which represents derivative of this invention. 

(0008) 

In other words as lower alkyl group, straight chain or branched chain state lower alkyl group 
such as methyl, ethyl, propyl, isopropyl, butyl, isobutyl, tert-butyl, pentyl, hexyl group and the 
©Rising Sun Communications Ltd. ht^://www. risingsun. co. uk 
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like can be exemplified. Moreover, as far as alkyl group is concerned, in addition to the aforesaid 
lower alkyl group, heptyl, octyl, nonyl, decyl group can be exemplified. 

(0009) 

As lower alkoxy group, methoxy, ethoxy, propoxy, isopropoxy, butoxy, pentyloxy, hexyloxy 
groups can be exemplified. 

(0010) 

Fluorine atom, chlorine atom, bromine atom and iodine atom are included in halogen atom. 
(0011) 

As halogen substituted lower alkyl group, trifluoromethyl, pentafluoro ethyl, heptafluoro propyl, 
nonafluoro butyl, undeca fluoro pentyl, trideca fluoro hexyl group can be exemplified. 

(0012) 

In furyl group, 2-furyl and 3 -fury 1 groups are included. 
(0013) 

In thienyl group, 2-thienyl and 3-thienyl groups are included. 
(0014) 

In pyridyl group, 2-pyridyl, 3-pyridyl and 4-pyridyl groups are included. 
(0015) 

In naphthyl group, 1-naphthyl and 2-naphthyl groups are included. 
(0016) 

As phenyl lower alkoxy group, benzyloxy, 2-phenyl ethoxy, 3-phenyl propoxy, 4-phenyl butoxy, 
5-phenyl pentyloxy, 6-phenylhexyl oxy group can be exemplified. 

(0017) 

As lower alkyl thio group, methylthio, ethylthio, propylthio, butylthio, pentyl thio, hexyl thio 
group can be exemplified. 

(0018) 

As lower alkyl sulfinyl group, methylsulfinyl, ethyl sulphinyl, propylsulphinyl, butyl sulphinyl, 
pentyl sulphinyl, hexyl sulfinyl group can be exemplified. 
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(0019) 

As lower alkyl sulphonyl group, methylsulfonyl, ethylsulfonyl, propyl sulfonyl, butylsulfonyl, 
pentyl sulfonyl, hexyl sulphonyl group can be exemplified. 

(0020) 

As halogen substituted lower alkoxy group, trifluoromethoxy, pentafluoro ethoxy, 
heptafluoropropoxy, nonafluoro butoxy, undeca fluoro pentyloxy, trideca fluoro hexyloxy group 
can be exemplified. 

(0021) 

As lower alkoxy carbonyl group, methoxycarbonyl, ethoxy carbonyl, propoxy carbonyl, 
butoxy carbonyl, pentyl oxycarbonyl, hexyl oxycarbonyl group can be exemplified. 

(0022) 

As dilower alkoxy phosphoryl lower alkyl group, dimethoxyphosphoryl methyl, diethoxy 
phosphoryl methyl, dipropoxy phosphoryl methyl, dibutoxy phosphoryl methyl, dipentyloxy 
phosphoryl methyl, dihexyl oxy phosphoryl methyl, 2- (dimethoxyphosphoryl) ethyl, 2-(diethoxy 
phosphoryl) ethyl, 3-(diethoxy phosphoryl) propyl, 4-(diethoxy phosphoryl) butyl, 5-(diethoxy 
phosphoryl) pentyl, 6-(diethoxy phosphoryl) hexyl group can be exemplified. 

(0023) 

As N-(tri lower alkoxy benzoyl) amino group, n-(3,4,5-trimethoxy benzoyl) amino, N-(3,4,5-tri 
ethoxy benzoyl) amino, N-(3,4,5-tri propoxy benzoyl) amino, N-(2,3,4-trimethoxy benzoyl) 
amino, N-(2,4,5-trimethoxy benzoyl) amino group can be exemplified, 

(0024) 

As phenyl group optionally containing 1-3 groups, as substituent, selected from the group 
comprising lower alkyl group, lower alkoxy group, halogen atom, halogen substituted lower 
alkyl group, nitro group, phenyl lower alkoxy group, phenoxy group, lower alkyl thio group, 
lower alkyl sulfmyl group, lower alkyl sulphonyl group, halogen substituted lower alkoxy group, 
lower alkoxycarbonyl group, cyano group, phenyl group, dilower alkoxy phosphoryl lower alkyl 
group, N-(trilower alkoxy benzoyl) amino group, lower alkanoyloxy group and hydroxy 1 group, 
the following each substituted phenyl group can be exemplified other than unsubstituted phenyl 
group. 

(0025) 

2-methylphenyl, 3-methylphenyl, 4-methylphenyl, 4-ethylphenyl, 4-propyl phenyl, 4- 
butylphenyl, 4-t-butylphenyl, 4-pentylphenyl, 4-hexyl phenyl, 2,3-dimethyl phenyl, 2,4-dimethyl 
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phenyl, 3,4-dimethyl phenyl, S^S-dimethyl phenyl, 3,4,5-trimethylphenyl, 2-methoxyphenyl, 3- 
methoxyphenyl, 4-methoxyphenyl, 4-ethoxyphenyl, 4-propoxy phenyl, 4-butoxy phenyl, 4- 
pentyloxyphenyl, 4-hexyloxyphenyl, 2,3-dimethoxyphenyl, 2,4-dimethoxyphenyl, 2,5- 
dimethoxyphenyl, 2,6-dimethoxyphenyl, 3,4-dimethoxyphenyl, 3,5-dimethoxyphenyl, 2,3,4- 
trimethoxyphenyl, 2,3,5-trimethoxyphenyl, 2,3,6-trimethoxyphenyI, 2,4,5-trimethoxyphenyl, 
2,4,6-trimethoxyphenyl, 3,4,5-trimethoxyphenyl, 3,4,5-tri ethoxyphenyl, 2-fluorophenyl, 3- 
fluorophenyl, 4-fluorophenyl, 2-chlorophenyl, 3-chlorophenyl, 4-chlorophenyl, 2-bromo phenyl. 
3-bromo phenyl, 4~bromo phenyl, 4-iodophenyl, 2,3-dichlorophenyl, 2,4-dichlorophenyl, 2,5- 
dichlorophenyl, 2,4,6-trichlorophenyl, 2,4-dichloro-5-fluorophenyl, 2-trifluoromethylphenyl, 3- 
trifluoromethylphenyl, 4-trifluoromethylphenyl, 4-pentafluoro ethylphenyl, 4-heptafluoro propyl 
phenyl, 4-nonafluoro butylphenyl, 4-undeca fluoro pentylphenyl, 4-trideca fluoro hexyl phenyl, 
2,3 -bis (trifluoromethyl) phenyl, 2,4-bis (trifluoromethyl) phenyl, 3,4-bis (trifluoromethyl) 
phenyl, 3,5-bis (trifluoromethyl) phenyl, 3,4,5-tris (trifluoromethyl) phenyl, 2-nitrophenyl, 3- 
nitrophenyl, 4-nitrophenyl, 2-benzyloxyphenyl, 3 -benzyloxy phenyl, 4-benzyloxy phenyl, 4-(2- 
phenyl ethoxy) phenyl, 4-(3-phenyl propoxy) phenyl, 4-(4-phenyl butoxy) phenyl, 4-(5-phenyl 
pentyloxy) phenyl, 4-(6-phenylhexyl oxy) phenyl. 2,4-dibenzyl oxy phenyl, 3,5-dibenzyl oxy 
phenyl, 4-benzy loxy-3 ,5-dimethoxypheny 1, 2-phenoxyphenyl, 3-phenoxypheny 1, 4- 
phenoxyphenyl, 2-methylthio phenyl, 3-methylthio phenyl, 4-methylthio phenyl, 4-ethylthio 
phenyl, 4-propylthio phenyl, 4-butylthio phenyl, 4-pentyl thiophenyl, 4-hexyl thiophenyl, 2,4- 
dimethyl thiophenyl, 3,4-dimethyl thiophenyl, 3,5-dimethyl thiophenyl, 2-methylsulfinyl phenyl, 

3- methylsulfinyl phenyl, 4-methylsulfmyl phenyl, 4-ethyl sulphinyl phenyl, 4-propylsulphinyl 
phenyl, 4-butyl sulphinyl phenyl, 4-pentyl sulphinyl phenyl, 4-hexyl sulphinyl phenyl, 2- 
methylsulfonyl phenyl, 3-methylsulfonyl phenyl, 4-methylsulfonyl phenyl, 4-ethylsulfonyl 
phenyl, 4-propyl sulfonyl phenyl, 4-butylsulfonyl phenyl, 4-pentyl sulfonyl phenyl, 4-hexyl 
sulfonyl phenyl, 2-trifluoromethoxyphenyl, 3-trifluoromethoxyphenyl, 4- 
trifluoromethoxyphenyl, 4-pentafluoro ethoxyphenyl, 4-heptafluoropropoxy phenyl, 4- 
nonafluoro butoxy phenyl, 4-undeca fluoro pentyloxyphenyl, 4-trideca fluoro hexyloxyphenyl, 2- 
carbomethoxyphenyl, 3-carbomethoxyphenyl, 4-carbomethoxyphenyl. 4-ethoxycarbonyl phenyl, 

4- propoxy carbonyl phenyl, 4-butoxycarbonyl phenyl, 4-pentyl oxycarbonyl phenyl, 4-hexyl 
oxycarbonyl phenyl, 2-cyanophenyl, 3-cyanophenyl, 4-cyanophenyl, (l,r-biphenyl)-4-yl, 
(l,r-biphenyl)-3-yl (l,r-biphenyl)-2-yl, 2-(diethoxy phosphoryl methyl) phenyl, 3-(diethoxy 
phosphoryl methyl) phenyl, 4-(diethoxy phosphoryl methyl) phenyl, 4- (dimethoxy phosphoryl 
methyl) phenyl, 4-(dipropoxy phosphoryl methyl) phenyl, 4-(dibutoxy phosphoryl methyl) 
phenyl, 4-(dipentyloxy phosphoryl methyl) phenyl, 4-(dihexyl oxy phosphoryl methyl) phenyl, 
4-(2-(dimethoxyphosphoryl) ethyl) phenyl, 4-(2-(diethoxy phosphoryl) ethyl) phenyl, 4-(N- 
[3,4,5-trimethoxy benzoyl] amino) phenyl, 3-(N-[3,4,5-trimethoxy benzoyl] amino) phenyl, 2- 
(N-[3,4,5-trimethoxy benzoyl] amino) phenyl, 4-(N-[3,4,5-tri ethoxy benzoyl] amino) phenyl, 4- 
(N-[3,4,5-tri propoxy benzoyl] amino) phenyl, 4-(N-[2,3,4-trimethoxy benzoyl] amino) phenyl. 
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4-(N-[254,6-trimethoxy benzoyl] amino) phenyl, 2-acetoxyphenyl, 3 -acetoxy phenyl, 4- 
acetoxyphenyl, 4-propionyloxy phenyl, 4-butyryl oxy phenyl, 4-valeryl oxy phenyl, 4- 
pivaloyloxy phenyl, 4-hexanoyloxy phenyl, 4-heptanoyloxy phenyl, 2,3-diacetoxy phenyl, 2,4- 
diacetoxy phenyl, 3,4-diacetoxy phenyl, 3,5-diacetoxy phenyl, 3,4,5-triacetoxy phenyl, 4- 
acetoxy-3,5-dimethoxyphenyl, 2-hydroxyphenyl, 3 -hydroxy phenyl, 4-hydroxy phenyl, 2,3- 
dihydroxyphenyl, 2,4-dihydroxyphenyl, 3, 4-dihydroxy phenyl, 3,5-dihydroxyphenyl, 3,4,5- 
trihydroxyphenyl. 



Preferred derivative represented by the aforesaid general formula (1) of this invention as an 
active ingredient of pharmaceutical is selected from the compound wherein Rl is alkyl group and 
X is CH or C-Ph, and compound wherein X is nitrogen atom and Z is C-CN or C(CO)NH2 in the 
said general formula (1), and among these, the one in which Rl is alkyl group is more preferably 
and the condensed ring pyrimidine derivative wherein Rl is n-butyl group and R3 is hydrogen 
atom is in particularly preferred. Moreover, among these preferable condensed ring pyrimidine 
derivatives, it is further preferred the one wherein R2 is naphthyl group or phenyl group 
containing, as substituent, 1 -2 lower alkyl groups, halogen atoms or 3 lower alkoxy groups. 

(0027) 

As the most preferred embodiment example among the derivatives of this invention, 5-n-butyl-7- 
(3,4,5-trimethoxy benzoylamino)-l,2,4-triazolo[l,5-a]pyrimidine can be examplified. 

(0028) 

The derivatives of this invention can be produced using various processes. The example will be 
explained in detail by reference to Reaction Steps as follows. 



(0026) 



(0029) 



Reaction Step-1 





(0030) 
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(Wherein, Rl, R2, X, Y and Z are the same as above, R3a is a group -(CO)R2 (R2 is the same as 
above), and A denotes a halogen atom.) 

In the aforesaid reaction step formula- 1, the condensation reaction of nitrile derivative (2) and 
compound (3) is carried out in inert solvent such as for example benzene, toluene, xylene, acetic 
acid, ethanol and the like under the condition of the temperature in a range of room temperature 
to reflux temperature over a period of 3-50 hours approx. Moreover, it is general that used rate of 
both compounds is approximately equimolar quantity. 

(0031) 

Thereafter, compound (4) obtained by the aforesaid reaction can be converted to the compoimd 
of this invention (la) by reacting with acid halide (5). Moreover, during this procedure, there is 
the case to obtain the compound (lb) as the coproduct. This reaction can be carried out in the 
presence of deoxidizer in a suitable solvent. Wherein as solvent, for example aromatic to 
aliphatic hydrocarbons such as benzene, toluene, xylene, light petroleum and the like, chain-form 
to cyclic ethers such as diethyl ether, dimethoxyethane, tetrahydrofiiran (THF), 1,4,-dioxane and 
the like, ketones such as acetone, ethyl methyl ketone, acetophenone and the like, halogenated 
hydrocarbon such as dichloromethane, chloroform, carbon tetrachloride, 1 ,2-dichloroethane and 
the like can be exemplified. Moreover as deoxidizer, for example tertiary amines such as 
triethylamine, N,N-diethylaniline, N-methylmorpholine, pyridine, 4-dimethylaminopyridine and 
the like, alkali metal hydride such as sodium hydride, potassium hydride and the like can be 
preferably exemplified. 

(0032) 

The quantity used of acid halide (5) and deoxidizer with respect to compound (4) in the aforesaid 
reaction is not restricted in particular, but it is usually suitable that the acid halide is used 
approximately equimolecular amount and the deoxidizer is used equimolecular amount-excess 
molar amount, and reaction is completed in about 0.5-20 hours under the condition of the range 
of room temperature to reflux temperature. Moreover, generally, if the quantity used of acid 
halide is increased, there is a tendency to increase the yield of compound (lb). 

(0033) 

Moreover, it is possible to obtain the compound (lb) by carrying out the reaction with acid halide 
(5) once again with respect to compound (la) in the same way as above . 

(0034) 

Wherein, intermediate compound (4) in the said Reaction Step-1 can be produced by process 
shown in for example following Reaction Step-2. 

©Rising Sun Communications Ltd. http://www.risingsun.co.uk 



JP09-202786 



9 



Caution : Translation Standard is 
Post-Edited Machine Translation 



(0035) 



Reaction Step-2 




R' 




(6) 



(3) 



(7) 



r ^ — I 



halogenation 




R' 



(4) 



(0036) 

(Wherein, Rl, X, Y and Z are the same as above, E denotes a lower alkyl group and Q denotes a 
halogen atom respectively.) 

The condensation reaction of compound (6) and compound (3) in the aforesaid Reaction Step-2 
is carried out in suitable inert solvent under the temperature condition in a range of room 
temperature-boiling point of solvent. As inert solvent used therein, for example acetic acid, 
ethanol, benzene, toluene, xylene, THF can be exemplified. In general, used rate of compound 
(6) and compound (3) is suitably made almost equimolar amount, and reaction is completed to 
require the time over a period of about 2-5 hours. 



Halogenation of compound (7) obtained in the aforesaid can be carried out using suitable 
halogenating agent, for example phosphorus oxychloride, phosphorous oxybromide and the like. 
Because the aforesaid halogenating agent has a role of the solvent, too, solvent is not required to 
use in particularly in the said reaction, but other inert solvent such as benzene, toluene, xylene 
and the like may be used. Moreover, in accordance with requirements, deoxidizer such as N,N- 
dimethylaniline, N,N-diethylaniline, triethylamine and the like can be added in 1-10 times molar 
quantity. The reaction is carried out under the temperature condition of room temperature- 1 5 0°C 
approx over a period of about 0.5-12 hours. 



Halide (8) obtained by the aforesaid reaction can be converted to compound (4) by treating with 
ammonia water. The solvent is not reqiored in particular for this treatment, and usually can be 
carried out by heating compound (8) together with excess ammonia water for 1-12 hours approx 
at around 100-150°C. 



(0037) 



(0038) 



(0039) 
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Reaction Step-3 




R"-NH2 




(8) 



(9) 



(1 O) 




0 



(5) 



(0040) 



(Wherein, Rl, R2, A, Q, X, Y and Z are the same as above. R3b denotes a lower alkyl group.) 

The compound of this invention (Ic) can be produced using process shown in the said Reaction 
Step-3. In other words, firstly the compound (8) and amine (9) are treated for about 1-6 hours 
under the temperature condition of about reflux temperature in the presence of deoxidizer such as 
sodium bicarbonate, sodium carbonate, potassium carbonate and the like in an inert solvent such 
as methanol, ethanol and the like, and by reacting the thereby obtained compound (1 0) with acid 
halide (5), it can be made into compound (Ic). 



The reaction of acid halide (5) and the aforesaid compound (10) can be carried out in accordance 
with process shown in former Reaction Step-1. 



(0041) 



(0042) 



Reaction Step-4 




(1 d) 



(le) 



(0043) 
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(Wherein, Rl, X, Y and Z are the same as above. R2a denotes a phenyl group containing lower 
alkanoyloxy group as substituent and also optionally containing 1-2 groups selected from the 
lower alkyl group, lower alkoxy group, halogen atom, halogen substituted lower alkyl group, 
nitro group, phenyl lower alkoxy group, phenoxy group, halogen substituted lower alkoxy group, 
cyano group, phenyl group and lower alkanoyloxy group. R3c denotes a hydrogen atom, lower 
alkyl group or group-(CO)-R2a (R2a is the same as above), R2b denotes the one wherein a part 
corresponding to lower alkanoyloxy group in substituted phenyl group defined by R2a becomes 
hydroxyl group. R3d denotes a hydrogen atom, lower alkyl group or group"(CO)-R2b (R2b is the 
same as above).) 

The compound of this invention (Id) can be converted to the compound of this invention (le) by 
hydrolysing. The said hydrolysis reaction can be carried out by treating with sodium hydroxide 
aqueous solution, potassium hydroxide aqueous solution in an inert solvent such as methanol, 
ethanol and the like. Generally, the reaction is completed in 10 mins-3 hours under temperature 
condition of 0°C-room temperature. 

(0044) 

Reaction Step- 5 




(If) (Ig) 

(0045) 

(Wherein, Rl, X, Y and Z are the same as above. R2c denotes a phenyl group containing lower 
alkyl thio group as substituent and also optionally containing 1-2 groups selected from the lower 
alkyl group, lower alkoxy group, halogen atom, halogen substituted lower alkyl group, nitro 
group, phenyl lower alkoxy group, phenoxy group, halogen substituted lower alkoxy group, 
cyano group, phenyl group and lower alkyl thio group. R3e denotes a hydrogen atom, lower alkyl 
group or group-(CO)-R2c (R2c is the same as above), R2d denotes the one wherein a part 
corresponding to lower alkyl thio group in substituted phenyl group defined by R2c becomes 
lower alkyl sulfmyl group or lower alkyl sulphonyl group and R3f denotes a hydrogen atom, 
lower alkyl group or group-(CO)-R2d (R2d is the same as above).) 
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Oxidation reaction of compound (If) is carried out using hydrogen peroxide water, m- 
chloroperbenzoic acid, sodium periodate and the like as oxidant in inert solvent such as acetic 
acid, dichloromethane, carbon tetrachloride and the like. 

(0046) 

Wherein, when the aforesaid oxidation reaction is confined at lower alkyl sulfinyl group, the 
quantity of the said oxidant used is made 1 -small excess of equivalent amount and reaction may 
be carried out for 1 5 mins-2 hours at temperature of C^C-room temperature approx. 

(0047) 

On the other hand, when the aforesaid oxidation reaction is proceeded to lower alkyl sulphonyl 
group, the quantity of the said oxidant used is made 2-excess equivalent, and moreover reaction 
may be carried out with the addition of catalyst such as sodium tungstate and the like in 
accordance with requirements, for 15 mins-2 hours at room temperature to reflux temperature 
approx. Moreover, it is also possible to produce the said sulfonyl compound by oxidising the 
aforesaid sulfinyl compound once again. The reaction conditions in that case may be any of 2 of 
the aforesaid conditions. 

(0048) 

The derivative of this invention can be made into the pharmacologically acceptable acid addition 
salt by causing to undergo an addition reaction with suitable acidic compound according to 
normal method, and this invention includes such acid addition salts. The said acid addition salts 
have the pharmacological activity same as the free-formed derivative of this invention, and in the 
same way, it can be used as an active ingredient of pharmaceutical. 

(0049) 

As the acidic compound which can form the aforesaid acid addition salt, for example inorganic 
acid such as hydrochloric acid, sulphuric acid, phosphoric acid, hydrobromic acid or the like and 
organic acid such as maleic acid, fumaric acid, malic acid, tartaric acid, citric acid, 
methanesulfonic acid, benzenesulfonic acid or the like can be examplified. 

(0050) 

Moreover, among the compounds of this invention, the compound wherein R3 is hydrogen atom 
can be made into other copper salts such as alkali metal salt, for example sodium salt, potassium 
salt and the like and alkaline earth metal salt, for example calcium salt, magnesium salt and the 
like in accordance with normal methods, and such salts are included in the range of this 
invention, and can be used as an active ingredient of pharmaceutical in the same way. 
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(0051) 

The target compound obtained using the aforesaid each step can be readily isolated and purified 
by ordinary separation means. As this separation means, various conventional processes, for 
example solvent extraction method, recrystallization method, column chromatography, ion 
exchange chromatography and the like can be exemplified. 

(0052) 
Examples 

Hereinafter, in order to describe this invention in further detail, production examples of raw 
material compound for production of the compounds of this invention may be proposed as 
Reference Examples, and then production examples of the compounds of this mvention may be 
proposed as Examples. 

(0053) 

Reference Example 1 

Production of 4-amino-8-cvano-2-phenvlimidazoF 1 ,5-alDvrimidine 

5-amino-4-cyanoimidazoIe 1.9 g and benzoyl acetonitrile 2.6 g were dissolved in acetic acid 5 
ml, and the mixture was stirred at 100°C for 24 hours. The reaction liquor was concentrated 
under reduced pressure, and chloroform- ethyl acetate was added to the residue, the precipitated 
crystals were recovered by filtration, washed successively with water and ethyl acetate and 
recrystallised from ethanol, and the target compound 630 mg (mp.: 314-316°C) was obtained. 

(0054) 

Reference Examples 2-10 

In the same way as in Reference Example 1, following raw material compounds were produced. 
(0055) 

(2) 4-amino-2-n-butyl-8-cyano imidazo[l,5-a]pyrimidine (mp.: 256-258°C), 

(3) 7-amino-5-ethyl-l,2,4-triazolo[l,5-a]pyrimidine (mp,: 194-197°C, recrystallization solvent: 
ethanol-n-hexane), 

(4) 7-amino-5-n-propyl-l,2,4-triazolo[l,5-a]pyrimidine (mp.: 139-142°C, recrystallization 
solvent: ethanol-n-hexane), 

(5) 7-amino-5-n-butyl-l,2,4-triazolo[l,5-a]pyrimidine (mp.: 149-151°C, recrystallization solvent: 
chloroform-n-hexane), 

(6) 7-amino-5-n-pentyl- 1 ,2,4-triazolo[ 1 ,5-a]pyrimidine (mp. : 178-181 °C, recrystallization 
solvent: ethanol-n-hexane) 

(7) 7-amino-5-n-octyl-l,2,4-triazolo[l,5-a]pyrimidine (mp.: 148-150°C, recrystallization solvent: 
ethanol-n-hexane), 
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(8) 4-amino-2-n-butyl-8-carbamoyl imidazo[l,5-a]pyrimidine, 

(9) 7-amino-5-n-butyl-2-phenyl- 1 ,2,4-triazolo[l ,5-a]pyrimidine (mp.: 21 1-213°C, 
recrystallization solvent: ethanol-n-hexane), 

(10) 7-amino-5-ethyl-2-phenyI- 1 ,2,4-triazolo[ 1 ,5-a]pyrimidine (mp, : 224-226°C, 
recrystallization solvent: ethanol-n-hexane). 

(0056) 

Reference Example 11 

Production Step (V) of 7-amino-5-n-butvl-L2.4-triazolorL5-alDvrimidine 

3-amino-l,2,4-triazole 34.6 g and 3-oxo heptanoic acid methyl ester 65.0 g of toluene 40 ml 
solution were heated under reflux at 110°C for three hours. It was cooled, and thereafter, toluene 
was distilled under reduced pressure, and the residue was recrystallised from ethanol-n-hexane, 
and colourless crystals 63.9 g of 5-n-butyl-7-hydroxy-l,2,4-triazolo[l,5-a]pyrimidine was 
obtained. 

(0057) 

Step (2) 

Oxy basic phosphorus 80 ml was added to 19.2 g crystals obtained in the aforesaid Step (1), and 
the mixture was heated under reflux for one hour. On completion of the reaction, it was 
concentrated under reduced pressure, and the residue was discharged into iced water, and the 
mixture was neutralized with anhydrous sodium acetate, extracted with dichloromethane, and the 
organic layer was recovered. This was washed with saturated aqueous sodium chloride solution, 
and thereafter dried with anhydrous sodium sulphate, and concentration was carried out under 
reduced pressure. The obtained residue was purified by silica gel column chromatography 
(eluate: ethyl acetate : n-hexane = 1 : 2), and pale red oily substance 14.9 g of 5-n-bu1yl-7- 
chloro-l,2,4-triazolo[l,5-a]pyrimidine was obtained. 

(0058) 

Compound 8.8 g obtained in the aforesaid step and 25 % ammonia water 100 ml were enclosed 
in stainless sealed tube and it was heated at 120°C for 22 hours. After cooling, the precipitated 
crystals were recovered by filtration, and after washing with water, recrystallised from methanol- 
n-hexane, and colourless crystals 3.7 g of target compound were obtained. This was the same 
compound shown in Reference Example 5 (5). 

(0059) 
Example 1 

Production of 8-cvano-2-phenvl-4-f3,4.5-trimethoxv benzovlamino^ imidazori,5-a]pvrimidine 
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Crystals 300 mg obtained in Reference Example 1 was added in pyridine 3.0 ml, and while 
stirring under ice-cooling, 3,4,5-trimethoxy benzoyl chloride 294 mg was added. This suspension 
was stirred at 0°C for one hour, and thereafter at room temperature for ten hours. Chloroform 
was added to the liquid reaction mixture, and the precipitated crystals were recovered by 
filtration, washed successively with water, ethanol and chloroform, and crystals 100 mg of target 
compound was obtained. The structure and melting point of the obtained compounds are shown 
in Table 1 . 

(0060) 

Examples 2-13 

In the same way as in Example 1, each compound in accordance with Table 1 was produced. 



©Rising Sun Communications Ltd. 



ht^://www, risingsun. co. uk 



JP09-202786 



16 



Caution : Translation Standard is 
Post-Edited Machine Translation 



(0061) 
Table 1 



0 

NHC-ir 



Me= material group, Et^ethyl group, n-Pr= n-propyl group, n-Bu= n-butyl group, n-Pe= n-pentyl 

group, n-Oct= n-octyl group, ph= phenyl group. 



No. 




r2 


X 


Y 


I 

( 

Z 

£ 


np. (°C) 
Recrystalli i 
ition 
»olvent) 


I 


Ph 


OMe 
OMe 


N 


^CH 


C-CN 


263--265 


2 


n-Bu 


OMe 

OMe 


N 


CH 


C-CN 


ITS-^-lSO 

(Ethyl 

acetate-n- 

tiexane) 


3 


n-Bu 


Pfa 


CH 


N 


N 


160—162 

(Ethanol-n- 
hexane) 


4 


n-Bu 


He 


CH 


N 


N 


150—151 

(Ethanol-n- 
hexane) 


5 


n-Bu 


MeOv 


CH 


N 


N 


140--142 

(Ethanol-n- 
hexane) 


6 


n-Bu 


MeO. 


CH 


N 


N 


200-^-202 

(Ethanol-n- 
hexane) 
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(0062) 

Table 1 (continued) 



No. 




8=^ 


X 


y 


r 
( 

Z '< 


np. rc) 

Recry stall] s 

ition 

►olvent) 


7 


Et 


OUe 
OMe 


CH 


K 


N 


ITS'- 181 

(Ethanol-n- 
lexane) 


8 


n-Pr 


OMe 
QMe 


CH 


N 


N 


164—156 

(Ethanol-n- 

hexane) 


9 


n-Bu 


OMe 
OUe 


CH 


N- 


N 


1 48-- 150 

(Ethanol-n- 
hexane) 


10 


n-Pe 


OMe 

-O-OMe 
OMe 


CH 


N 


N 


136-^138 

(Ethanol-n- 
hexane) 


11 


n-Oct 


OMe 

-Q^OMe 
OMe 


CH 


N 


N 


101-103 

(Ethanol-n- 
hexane) 


12 


n-Bu 




CH 


N 


N 


170~172 

(Ethanol-n- 
hexane) 


13 


n-Bu 


FaC. 

-o 


CH 


N 


N 


124--126 

(Ethyl 

acetate-n- 

hexane) 



(0063) 

Examples 14-39 

the same reaction as in the said Reference Examples and Examples were carried out using 
suitable starting materials, and the following each compound were produced. This invention 
includes naturally such each compound. 
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(0064) 
Example 14 

4-benzoylamino-2-n-buty 1-8-cyano imidazo[l ,5-a]pyrimidine. 

(0065) 
Example 15 

2-n-buty l-8-cyano-4-(2-trifluoromethyI benzoylamino) imidazo[l ,5-a]pyrimidine. 
(0066) 

(mp.: 192-195°C, recrystallization solvent: diethyl ether) 
Example 16 

2-n-buty l-8-cyano-4-(2-methylbenzoyl amino) imidazo[l,5-a]pyrimidine. 

(0067) 
Example 17 

2-n-butyl-4-(2-chlorobenzoylamino)-8-cyano imidazo[l,5-a]pyrimidine. 
(0068) 

(mp.: 205-207°C, recrystallization solvent: ethanol- water). 
Example 18 

8-cyano-2-ethyl-4-(3,4,5-trimethoxy benzoylamino) imidazo[l,5-a]pyrimidine. 

(0069) 
Example 19 

8-cyano-2-n-oc1yl-4-(3,4,5-trimethoxy benzoylamino) imidazo[l ,5-a]pyrimidine. 

(0070) 
Example 20 

2-n-buty l-4-(3,4,5-trimethoxy benzoylamino) imidazo[l ,5-a]pyrimidine. 

(0071) 
Example 21 

2-ethyl-4-(354,5-trimethoxy benzoylamino) imidazo[l,5-a]pyrimidine. 

(0072) 
Example 22 

©Rising Sun Communications Ltd. htip://www. risingsun. co. uk 



JP09-202786 



19 



Caution : Translation Standard is 
Post-Edited Machine Translation 



2-n-octyl-4-(3,4,5-trimethoxy benzoylamino) imidazo[l,5-a]pyrimidine. 

(0073) 
Example 23 

2-n-butyl-4-(2-trifluoromethyl benzoylamino) imidazo[l,5-a]pyrimidine. 

(0074) 
Example 24 

2-n-butyl-4-(2-methylbenzoyl amino) imidazo[l,5-a]pyrimidine. 

(0075) 
Example 25 

2-n-buty l-4-(2-chlorobenzoylamino) imidazo[l ,5-a]pyrimidine. 

(0076) 
Example 26 

5-methyl-7-(3,4,5-trimethoxy benzoylamino)-l,2,4-triazolo[l,5-a]pyrimidine. 

(0077) 
Example 27 

5-phenyl-7-(3,4,5-trimethoxy benzoylamino)- l,2,4-triazolo[l,5-a]pyrimidine. 

(0078) 
Example 28 

7-benzoylamino-5-phenyl-l,2,4-triazolo[l,5-a]pyrimidine. 

(0079) 
Example 29 

7-(2-methy Ibenzoy 1 amino)-5-pheny 1- 1 ,2,4-triazolo[ 1 ,5-a]pyrimidine. 

(0080) 
Example 30 

7-(2-chlorobenzoylamino)"5-phenyl- 1 ,2,4-triazolo[l ,5-a]pyrimidine. 

(0081) 
Example 31 

5-phenyl-7-(2-trifluoromethyl benzoylamino)-l,2,4-triazolo[l,5-a]pyrimidine. 
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(0082) 
Example 32 

5-n-butyl-7-(3,4,5-tri ethoxy benzoylamino)-l,2,4-triazolo[l,5-a]pyrimidine. 

(0083) 
Example 33 

5-n-buty l-7-(2-pentafluoro ethyl benzoylamino)- 1 ,2,4-triazolo[ 1 ,5-a]pyrimidine. 

(0084) 
Example 34 

5-n-hexyl-7-(3,4,5-trimethoxy benzoylamino)-l,2,4-triazolo[l,5-a]pyrimidine. 

(0085) 
Example 35 

5-n-hepty l-7-(3 ,4,5-trimethoxy benzoylamino)- 1 ,2,4-triazolo[ 1 ,5-a]pyrimidine. 

(0086) 
Example 36 

5-n-nonyl-7-(3,4,5-trimethoxy benzoylamino)-l,2,4-triazolo[l,5-a]pyrimidine. 

(0087) 
Example 37 

5-n-decyI-7-(3 ,4,5-trimethoxy benzoylamino)- 1 ,2,4-triazolo[ 1 ,5-a]pyrimidine. 

(0088) 
Example 38 

5-n-butyl-7-(2,3,4-trimethoxy benzoylamino)-l,2,4-triazolo[l,5-a]pyrimidine. 

(0089) 
Example 39 

5-n-buty l-7-(2,4,5-trimethoxy benzoylamino)- 1 ,2,4-triazolo[l,5-a]pyrimidine. 
(0090) 

Examples 40 and 41 

Production of 2-n-butvl-8-cvano-4-f2-methoxvbenzovl amino^ im idazorLS-alovrimidine and 2- 
n-butvl-8-cvano-4-fN.N-bis r2-methoxvbenzovl1 aminos imidazor i.5-alDvrimidine 
Using the compound obtained in Reference Example 2 and 2-methoxybenzoyl chloride, the same 
reaction as in Example 1 was carried out, and crude product was recrystaUised from 
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dichloromethane-diethyl ether, and colourless crystals of 2-n-butyl-8-cyano-4-(2- 
methoxy benzoyl amino) imidazo[l55-a]pyrimidine were obtained. Thereafter the aforesaid 
recrystallization mother liquor was concentrated, and the residue was recrystallised from ethyl 
acetate, and colourless crystals of 2-n-butyl-8-cyano-4-(N,N-bis [2-methoxybenzoyl] amino) 
imidazo[l,5-a]pyrimidine were obtained. The structure and melting point of each obtained 
compound are shown in Table 2. 

(0091) 

Examples 42-54 

In the same way as in Example 1, each compound in accordance with Table 2 was produced. 

(0092) 
Example 55 

Production of 5-n-butvl-7-f 2-methvisulfmvl benzovlaminoV 1 ,2,4-triazolor 1 ,5-a1pvrimidine 
30 % hydrogen peroxide water 0.4 g was added to acetic acid 20 ml solution of compound 1.0 g 
obtained in Example 54, and the mixture was stirred at room temperature for six hours. On 
completion of the reaction, water was added, and extraction was carried out with ethyl acetate. 
The ethyl acetate layer was washed with saturated aqueous sodium chloride solution, and was 
dried with anhydrous sodium sulphate, and concentration was carried out under reduced pressure. 
The residue was purified by silica gel column chromatography (eluate: chloroform : ethyl acetate 
= 1 : 2 to chloroform : methanol = 10:1), and furthermore it was recrystallised from ethanol-n- 
hexane, and colourless crystals 0.76 g of target compound were obtained. The structure and 
melting point of the obtained compound are shown in Table 2. 

(0093) 
Example 56 

Production of 5-n-butvl-7-(2-methvlsulfonvl benzovlaminoV 1 ,2,4-triazolorL5-a1pvrimidine 
30 % hydrogen peroxide water 0.8 g was added to acetic acid 20 ml solution of compound 1.0 g 
obtained in Example 54, and the mixture was stirred at 80°C for two hours. On completion of 
the reaction, water was added, and extraction was carried out with ethyl acetate. The ethyl 
acetate layer was washed with saturated aqueous sodium chloride solution, dried with anhydrous 
sodium sulphate, and concentration was carried out under reduced pressure. The residue was 
purified by silica gel column chromatography (eluate; chloroform : ethyl acetate = 1 : 2 to 
chloroform : methanol = 10 : 1) and fixrther it was recrystallised from ethanol-n-hexane, and 
colourless crystals 0.67 g of target compound was obtained. The structure and melting point of 
the obtained compound are shown in Table 2. 



(0094) 
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Example 57 

In the same way as in Example 1, compound in accordance with Table 2 was produced. 



(0095) 
Example 58 

In the same way as in Example 56, compound in accordance with Table 2 was produced. 



(0096) 

Examples 59-74 

In the same way as in Example 1, each compound in accordance with Table 2 was produced. 



(0097) 
Example 75 

In the same way as in Example 55, compound in accordance with Table 2 was produced. 



(0098) 
Example 76 

In the same way as in Example 1, compound in accordance with Table 2 was produced. 



(0099) 
Example 77 

Production of 5-n-butvl-7-r4-hvdroxvhenzovl am inoVl.2.4-triazolori,5-a1pyrimidine 
The ethanol 20 ml suspension of compound 1.41 g obtained in Example 76 was cooled to 0°C, 
and thereto was added 2N sodium hydroxide aqueous solution 5 ml and the mixture was stirred at 
0°C for one hour. On completion of the reaction, it was concentrated under reduced pressure and 
the residue was diluted with water and was washed with dichloromethane. was The aqueous layer 
was made acidic by adding hydrochloric acid, and precipitated crude crystals were recovered by 
filtration, and recrystallised from ethanol-chloroform-n-hexane, and colourless crystals 1.12 g of 
target compound were obtained. The structure and melting point of the obtained compound are 
shown in Table 2. 



(0100) 
Example 78 

Production of 'i-n-butvl-7-fN-n-butvl-N-r:^-4.5-trimetho x v henzovll aminoVL2.4-triazolori,5-a1 
pvrimidine 

Compound 3.16 g obtained in Step (2) of Reference Example 11, n-butyl amine 1.10 g and 
sodium bicarbonate anhydride 1.26 g were added to ethanol 20 ml, and the mixture was stirred at 
100°C for two hours. On completion of the reaction, it was concentrated under reduced pressure, 
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and water was added to the residue and extraction was carried out with ethyl acetate. The organic 
layer was recovered, dried with anhydrous sodium sulphate, and concentration was carried out 
under reduced pressure, and the crude product was obtained. This was purified by silica gel 
column chromatography (eluate; chloroform : ethyl acetate = 1:2) and further it was 
recrystallised from n-hexane, and 5-n-butyl-7-n-butylamino-l,2,4-triazolo[l,5-a]pyrimidine 2.72 
g was obtained. Thereafter, using the obtained compound 1.12 g and 3,4,5-trimethoxy benzoyl 
chloride 1 .08 g, colourless crystals 0.52 g of target compound was obtained in the same way as in 
Example 1. The structure and melting point of the obtained compound are shown in Table 2. 
(0101) 
Table 2 



Me= material group, Et=ethyl group, n-Bu= n-butyl group, Ph= phenyl group, Ac= ac etyl group. 



No. 



40 



n-Bu 



MeO 



41 



n-Bu 



MeO 



CH 



mp.ro 

(Reciystallis 

ation 

solvent) 



220^-222 

(Oichlorometh 
C-CN ane-diethyl 
ether) 




CH 



42 



n-Bu 




-C{Me)3 



43 



n-Bu 



pile 




OMe 



CH 



C-CN 



183—185 

(Ethyl 
acetate) 



C-CN 



174'-176 

(Ethyl 

acetate-n- 

hexane) 



44 



n-Bu 



CI 




-ci 



CH 



210 or more 
(Decompositi 

0 o^) 

II (Ethanol wat 

C-€-NH2^'') 



CH 



C-CN 



157 '-'ISQ 

(Ethyl 

acetate-n- 

hexane) 
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(0102) 

Table 2 (continued) 



No. 




r2 




X 


Y 


Z 


mp. CC) 
(Recry stall isa 
tion solvent) ' 


45 


D-Bu 


Br 


n 


N 


CH 


C-CN 


nil 4 nn.1* 

(Ethyl 

acetate-n« 

hexane) 


46 


Q-Bu 


CI 


E 


. N 


CH 


c-cs 


194—196 

(Ethyl 

acetate-n- 

hexane) 


47 


,n-Bu 




B 


K 


CB 


C-CN 


207-209 

(Ethyl 
acetate 
diisopropyl 
ether) 


4& 


n-Bu 




H 


N 


CB 

r 


C CN 


(Ethanol wat 
er) ' 


49 


n-Bu 




H 


N 


CH 


CtCN 


185-187 

(Ethyl 
acetate) 


50 


Et 


OMe 
DKe 


B 


C-Ph 




N 


216-218 

(Dichloromet 

hane-n- 

hexane) 
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(0103) 

Table 2 (continued) 



No. 






r3 


X 


Y 


( 

Z i 

< 


up. (°C) 
Recrystallis 
ition 
jolvent) 


51 


n-Bu 


OMe 


E 


C-Ph 


N 


N 

.1 
1 


187-189 

Dichloromet 
lane-n- 

lexane) 


52 


n-Bu 


-p 


B 


CB 


N 


N 


170-172 

;EthanoI-n- 
iiexane) 


53 


n-Bu 




E 


CH 


N 


N 


163-165 

(Ethanol-n- 
hexane) 


54 


n-Bu 




B 


CB 


N, 


N 


128-130 

(Ethanol-n- 
hexane) 


55 


n-Bu 




H 


Co 


N 


N 


194-196 

^'Ethanol-n- 
hexane) 


56 


n-Bu 




H 


CB 


N 


N 


211-213 

(Ethanol-n- 
hexane) 

1 
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(0104) 

Table 2 (continued) 



Ho. 




8« 




X 


Y 


Z 


mp. (°C) 
(Recry stall is 
ation 
solvent) 


57 


a-Bu 




H 


CE 


N 


N ' 


144—146 

(Ethanol-n- 
hexane) 


58 


n*Bu 


— C3~^"^ 


H 


CH 


N 


N 


162-164 

(Ethanol-n- 
hexane) 


59 


-n-Bu 




H 


CH 


N 


N 


203—206 

(Ethanol-n- 
hexane) 


60 


n-Bu 


Br 


H 


CE 






141—143 

(Ethanol-n- 
hexane) 


Oi 


n-ou 


— (~Vci 


B 

n 


CH 


n 


N 


106-108 

(Ethanol-n- 
hexane) 


62 


n-Eu 




H 


C-Ph 


H 


N 


207'-209 

(Ethanol-n- 
hexane) 
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(0105) 

Table 2 (continued) 



No. 






r3 


X 


Y 


Z 


mp. (°C) 
(Recrystallis 
ation 
solvent) 


63 


n-Bu 


CI 




CH 


N 


N 


171-173 

;Ethanol-n- 
lexane) 


64 


n-Bu 




H 


CH 


N 


N 


136-138 

(Ethanol-n- 
hexane) 


85 


n-Bu 


-hQ^0CF3 


E 


CH 


N 


N 


143-145 

(Ethyl 

acetate-n- 

hexane) 


68 


n-Bu 


— ^~y-COOMe 


E 


d 


N 


. H 


.12,4—126 

(Ethanol-n- 
hexane) 


67 


n-Bu 




E 


CH 


N 


N 


169-171 

(Ethanol-n- 
hexane) 


68 


n-Bu 


Ph 


E 


CH 


N 


N 


Oily 

substance 
^H-NMR (1) 
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(0106) 

Table 2 (continued) 



No. 




r2 




X 


Y 


Z 


mp. CO 
(Recrystallis 
ation 
solvent) 


6» 


a-Bu 


0 


B 


CH 


N 


N 


Oily 

substance 
'H-NMR (2) 


70 


n-Bu 


0 


E 


CH 


N 


N 


202~205 

(Chloroform 
-n-hexane) 


71 


n-Bu 




H 


CH 


N 


N 


98—100 

(Ethanol-n- 
hexane) 


72 


n-Bu 




H 


CH, 


N 


N 


.166-168 

(Ethanol-n- 
hexane) 


73 


n-Bu 




H 


CB 


N 


N 


157--159 

(Ethanol-n- 
hexane) 


74 


Q-Bu 


p 


B 


CH 


N 


N 


14W143 

(Ethanol-n- 
hexane) \ 
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(0107) 

Table 2 (continued) 



No. 




r2 




X 


Y 


Z 


tnp. (°C) 
I^Recrystallis 
ation 
solvent) 


75 


n-Bu 


SOMe 


H 


CH 


N 


N 


115—118 

(Ethanol-n- 
hexane) 


76 


n-Bu 




H 


CH 


N 


N 


105-^-107 

(Ethanol-n- 
hexane) 


77 


n-Bu 




H 


CH 


N 


N 


2fi0'>^2fi2 

(Ethanol- 

chloroform- 

n-hexane) 


78 


n-Bu 


OMe 

OMe 

OMe 


n-Bu 


CH 


N 


N 


102--104 

(Ethanol-n- 
hexane) 



(0108) 

Table 2 (continued) 



No. 


1 H-NMR ((5 : p pm) 


6 8 


0. 96 (3H, t. J-?, 3). 1. 3-1. 6<2H. m), 

1. 7-'!. 9 C2H» m) , 2, 89 (2H. t. J=7. 8). 
7. 2-7. 7 (8H, m) • 7. 82 <1H, »), 7. 90 
(IH, m) , 8. I 4 (IH, fi) . 8. 7 7 (IH, b r «) 

CCDC 1 .D 


6 9 


0. 97C3H, t, J-7. 3). I. 28C6H. t, J- 
7. 1), 1. 4-1. 5(2H, m)* I. 8-1. 9(2H. 
m). 2. 96(2 H. t. J=7. 8), 3. 27 (2 H. d, 

4. 0-4, 1 C4H. m) ^ 7. 54 <2H, dd. 
J = 8. 4. 2. 5). 7. 9-8. 0(3 H. m), 8, 41 
(IH. b), 9, 68 (IH, br») C C D C 1 ») 



(0109) 

Examples 79-141 
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The following each compound can be produced by carrying out the same reaction as in 
Reference Examples and Examples using suitable starting materials. This invention includes 
such each compound or the like. 

(0110) 
Example 79 

7-(4-benzy loxy benzoy lamino)-5-n-buty 1-2-pheny 1- 1 ,2,4-triazolo [ 1 ,5-a]pyrimidine. 
(0111) 

Example 80 

7-(2-benzyloxy benzoylamino)-5-n-butyl-2-phenyl-l,2,4-triazolo[l,5-a]pyrimidine. 

(0112) 
Example 81 

5-n-buty l-7-(2-phenoxy benzoy lamino)-2-phenyl- 1 ,2,4-triazolo [ 1 ,5-a]pyrimidine. 

(0113) 
Example 82 

5-n-butyl-7-(2-methylthio benzoylamino)-2-phenyl-l,2,4-triazolo[l,5-a]pyrimidine. 

(0114) 
Example 83 

5-n-butyl-7-(2-methylsulfinyl benzoylamino)-2-phenyl-l,2,4-triazolo[l,5-a]pyrimidine. 

(0115) 
Example 84 

5-n-butyl-7-(2-methylsulfonyl benzoyIamino)-2-phenyl-l,2,4-triazolo[l,5-a]pyrimidine. 

(0116) 
Example 85 

5-n-buty l-7-(2-chlorobenzoylamino)-2-pheny I- 1 ,2,4-triazolo[ 1 ,5-a]pyrimidine. 

(0117) 
Example 86 

5-n-buty l-7-(2,4-dichloro-5-fluorobenzoylamino)-2-phenyl-l,2,4-triazolo[l,5-a]pyrimidine. 

(0118) 
Example 87 
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5-n-butyl-7-(2-nitrobenzoyl amino)-2-phenyl-l,254-triazoIo[l55-a]pyrimidine. 

(0119) 
Example 88 

5-n-butyl-2-phenyl-7-(2-trifluoromethyl benzoylamino)-l,2,4-triazolo[l55-a]pyrimidine. 

(0120) 
Example 89 

5-n-buty l-2-phenyl-7-(4-trifluoromethoxybenzoyl amino)- l,2,4-triazolo[l ,5-a]pyrimidine. 

(0121) 
Example 90 

5-n-butyl-7-(4-methoxycarbonyl benzoylamino)-2-phenyI-l52,4-triazoIo[l,5-a]pyrimidine. 

(0122) 
Example 91 

5-n-buty l-7-(4-cyano benzoy lamino)-2-pheny 1- 1 ,2,4-triazolo[ 1 ,5-a]pyrimidine. 

(0123) 
Example 92 

5-n-buty l-2-phenyl-7-(2-phenylbenzo ylamino)-l,2,4-triazolo[l,5-a]pyrimidine. 

(0124) 
Example 93 

5-n-buty l-7-(4-diethoxy phosphoryl methy Ibenzoyl amino)-2-pheny 1- 1 ,2,4-triazolo[ 1 ,5-a] 
pyrimidine. 

(0125) 
Example 94 

5-n-buty l-2-phenyl-7-(4-(3,4,5-trimethoxy benzoylamino) benzoy lamino)-l,2,4-triazolo[l,5-a] 
pyrimidine. 

(0126) 
Example 95 

5-n-buty l-7-(l -naphthoyl amino)-2-pheny 1- 1 ,2,4-triazolo[ 1 ,5-a]pyrimidine. 

(0127) 
Example 96 
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5 -n-buty l-7-(2-f uroy 1 amino)-2-pheny 1- 1 ,2,4-triazolo [ 1 ,5-a]pyrimidine. 

(0128) 
Example 97 

5-n-buty 1-2-pheny l-7-(2-thenoyl amino)- 1 ,2,4-triazolo[ 1 ,5-a]pyrimidine. 

(0129) 
Example 98 

5-n-butyl-7-(isonicotinoyl amino)-2-phenyl-l,2,4-triazolo[l,5-a]pyrimidine. 

(0130) 
Example 99 

7-(2-acetoxy benzoylamino)-5-n-buty 1-2-pheny 1- 1 ,2,4-triazolo[ 1 ,5-a]pyrimidine. 
(0131) 

Example 100 

5-n-buty l-7-(2-hydroxybenzoyl amino)-2-phenyl-l,2,4-triazolo[l55-a]pyrimidine. 
(0132) 

Example 101 

2-n-butyl-4-( benzyloxy benzoylamino)-8-cyano imidazo[l,5-a]pyrimidine. 
(0133) 

Example 102 

2-n-butyl-8-cyano-4-(2-phenoxy benzoylamino) imidazo[l,5-a]pyrimidine. 
(0134) 

Example 103 

2-n-butyl-8-cyano-4-(2-methylthio benzoylamino) imidazo[l55-a]pyrimidine. 
(0135) 

Example 104 

2-n-butyl-8-cyano-4-(2-methylsulfinyl benzoylamino) imidazo[l,5-a]pyrimidine. 
(0136) 

Example 105 

2-n-buty 1-8-cy ano-4-(2-methylsulfonyl benzoylamino) imidazo[ 1 ,5-a]pyrimidine. 
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(0137) 

Example 106 

2-n-buty l-8-cyano-4-(4-trifluoromethoxybenzoyl amino) imidazo[l ,5-a]pyrimidine. 
(0138) 

Example 107 

2-n-buty l-8-cyano-4-(4-methoxycarbonyl benzoylamino) imidazo[ 1 ,5-a]pyrimidine. 
(0139) 

Example 108 

2-n-buty l-8-cyano-4-(4-cyano benzoylamino) imidazo[l,5-a]pyrimidine. 
(0140) 

Example 109 

2-n-butyi-8-cyano-4-(2-phenyl benzoylamino) imidazo[l,5-a]pyrimidine. 
(0141) 

Example 110 

2-n-buty l-8-cyano-4-(4-diethoxy phosphoryl methylbenzoyl amino) imidazo[l,5-a]pyrimidine. 
(0142) 

Example 111 

2-n-buty l-8-cyano-4-(4-(3,4,5-trimethoxy benzoylamino) benzoylamino) imidazo[ 1 ,5-a] 
pyrimidine. 

(0143) 

Example 112 

2-n-buty l-8-cyano-4-(2-furoyI amino) imidazo[l,5-a]pyrimidine. 
(0144) 

Example 113 

2-n-buty l-8-cyano-4-(2-thenoyl amino) imidazo[l,5-a]pyrimidine. 
(0145) 

Example 114 

2-n-butyl-8-cyano-4-(isonicotinoyl amino) imidazo[l,5-a]pyrimidine. 



(0146) 
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Example 115 

4-(2-acetoxy benzoylamino)-2-n-butyl-8-cyano imidazo[l,5-a]pyrimidine. 
(0147) 

Example 116 

2-n-buty l-8-cyano-4-(2-hydroxybenzoyl amino) imidazo[ 1 ,5-a]pyrimidine. 
(0148) 

Example 117 

2-n-buty l-4-(2-benzyloxy benzoylamino)-8-carbamoyl imidazo[l ,5-a]pyrimidine. 
(0149) 

Example 118 

2-n-buty l-8-carbamoyl-4-(2-phenoxy benzoylamino) imidazo[l ,5-a]pyrimidine. 
(0150) 

Example 119 

2-n-buty l-8-carbamoyl-4-(2-chlorobenzoylamino) imidazo[l,5-a]pyrimidine. 
(0151) 

Example 120 

2-n-buty l-8-carbamoyl-4-(2,4-dichlorobenzoyl amino) {midazo[l ,5-a]pyrimidine. 
(0152) 

Example 121 

2-n-butyl-8-carbamoyl-4-(2-nitrobenzoyl amino) imidazo[l,5-a]pyrimidine. 
(0153) 

Example 122 

2-n-butyl-8-carbamoyl-4-(2-trifluoromethyl benzoylamino)-imidazo[l,5-a]pyrimidine. 
(0154) 

Example 123 

2-n-butyl-8-carbamoyi-4-(2-methylthio benzoylamino) imidazo[l,5-a]pyrimidine. 
(0155) 

Example 124 

2-n-buty l-8-carbamoyl-4-(2-methylsulfinyI benzoylamino) imidazo[l ,5-a]pyrimidine, 
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(0156) 

Example 125 

2-n-buty l-8-carbamoyI-4-(2-methyIsulfony 1 benzoy lamino) imidazo[ 1 ^S-aJpyrimidine. 
(0157) 

Example 126 

2-n-butyl-8-carbamoyl-4-(4-trifluoromethoxybenzoyl amino) imidazo[l,5-a]pyrimidine. 
(0158) 

Example 127 

2-n-buty l-8-carbamoyl-4-(4-methoxycarbonyl benzoy lamino) imidazo[ 1 jS-aJpyrimidine. 
(0159) 

Example 128 

2-n-butyl-8-carbamoyl-4-(4-cyano benzoylamino) imidazo[l,5-a]pyrimidine. 
(0160) 

Example 129 

2-n-butyl-8-carbamoyl-4-(2-phenyl benzoylamino) imidazo[l,5-a]pyrimidine. 
(0161) 

Example 130 

2-n-buty l-8-carbamoyl-4-(4-diethoxy phosphoryl methy Ibenzoyl amino) imidazo[ 1 ,5-a] 
pyrimidine. 



(0162) 

Example 131 

2-n-buty l-8-carbamoyl-4-(4-(3,4,5-trimethoxy 
pyrimidine. 



benzoylamino) benzoylamino) imidazo[ 1 ,5-a] 



(0163) 

Example 132 

2-n-buty l-8-carbamoyl-4-(l-naphthoyl amino) imidazo[l,5-a]pyrimidine. 
(0164) 

Example 133 

2-n-buty l-8-carbamoyl-4-(2-furoyl amino) imidazo[I,5-a]pyrimidine. 
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(0165) 

Example 134 

2-n-butyl-8-carbamoyl-4-(2-thenoyl amino) imidazo[l,5-a]pyrimidine. 
(0166) 

Example 135 

2-n-buty l-8-carbamoyl-4-(isonicotinoyl amino) imidazo[ 1 ,5-a]pyrimidine. 
(0167) 

Example 136 

4-(2-acetoxy benzoylamino)-2-n-butyl-8-carbamoyl imidazo[l,5-a]pyrimidine. 
(0168) 

Example 137 

2-n-butyl-8-carbamoyl-4-(2-hydroxybenzoyl amino) imidazo[l ,5-a]pyrimidine. 
(0169) 

Example 138 

2-n-buty i-8-carbamoyl-4-(2-methoxybenzoyl amino) imidazo[ 1 ,5-a]pyrimidine. 
(0170) 

Example 139 

2-n-buty l-4-(4-t-bu1ylbenzo ylamino)-8-carbamoyl imidazo[l,5-a]pyrimidine. 
(0171) 

Example 140 

2-n-buty l-8-carbamoyl-4-(2-bromobenzoyl amino) imidazo[ 1 ,5-a]pyrimidine. 
(0172) 

Example 141 

2-n-buty l-8-carbamoyi-4-(N,N-bis [2-methoxybenzoyi] amino) imidazo[l,5-a]pyrimidine. 



©Rising Sun Communications Ltd. 



ht^://www, risingsun. co. uk 



JP09'202786 



37 



Caution : Translation Standard is 
Post-Edited Machine Translation 



Rising Sun Communications Ltd. Terms and Conditions (Abbreviated) 

Rising Sun Communications Ltd, shall not in any circumstances be liable or responsible for the 
accuracy or completeness of any translation unless such an undertaking has been given and 
authorised by Rising Sun Communications Ltd. in writing beforehand. More particularly. Rising 
Sun Communications Ltd. shall not in any circumstances be liable for any direct, indirect, 
consequential or financial loss or loss of profit resulting directly or indirectly from the use of any 
translation or consultation services by the customer. 

Rising Sun Communications Ltd. retains the copyright to all of its' translation products unless 
expressly agreed in writing to the contrary. The original buyer is permitted to reproduce copies of 
a translation for their own corporate use at the site of purchase, however publication in written or 
electronic format for resale or other dissemination to a wider audience is strictly forbidden unless 
by prior written agreement. 

The Full Terms and Conditions of Business of Rising Sun Communications may be found at the 
web site address <http://www.risingsun.co.uk/Terms_of_business.html> 
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